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I. Basis of the report 

1 . With regard to the elements of the international application (Replacement sheets which have been furnished to 
the receiving Office in response to an invitation under Article 14 are referred to in this report as "originally fifed" 
and are not annexed to this report since they do not contain amendments (Rules 70. 16 and 70. 17)): 

Description, Pages 

1-3, 9-538 as originally filed 

4-8, 8a-8j filed with telefax on 24.09.2004 

Claims, Numbers 

1 -41 filed with telefax on 24.09.2004 

2. With regard to the language, all the elements marked above were available or furnished to this Authority in the 
language in which the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language: , which is: 

□ the language of a translation furnished for the purposes of the international search (under Rule 23.1 (b)). 

□ the language of publication of the international application (under Rule 48.3(b)). 

□ the language of a translation furnished for the purposes of international preliminary examination (under 
Rule 55.2 and/or 55.3). 

3. With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the 
international preliminary examination was carried out on the basis of the sequence listing: 

□ contained in the international application in written form. 

□ filed together with the international application in computer readable form. 

□ furnished subsequently to this Authority in written form. 

□ furnished subsequently to this Authority in computer readable form. 

□ The statement that the subsequently furnished written sequence listing does not go beyond the disclosure 
in the international application as filed has been furnished. 

□ The statement that the information recorded in computer readable form is identical to the written sequence 
listing has been furnished. 

4. The amendments have resulted in the cancellation of: 

□ the description, pages: 

□ the claims, Nos.: 

□ the drawings, sheets: 

5. □ This report has been established as if (some of) the amendments had not been made, since they have 

been considered to go beyond the disclosure as filed (Rule 70.2(c)). 

(Any replacement sheet containing such amendments must be referred to under item 1 and annexed to this 
report.) 

6. Additional observations, if necessary: 
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III. Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 

1 . The questions whether the claimed invention appears to be novel, to involve an inventive step (to be non- 
obvious), or to be industrially applicable have not been examined in respect of: 

□ the entire international application, 

M claims Nos. 1 (part), 3-1 8(part), 26-27(part), 28-31 ,32(part), 33-38 
because: 

the said international application, or the said claims Nos. 28-31 ,33-38 relate to the following subject matter 
which does not require an international preliminary examination (specify): 

see separate sheet 

□ the description, claims or drawings (indicate particular elements below) or said claims Nos. are so unclear 
that no meaningful opinion could be formed (specify): 

□ the claims, or said claims Nos. are so inadequately supported by the description that no meaningful opinion 
could be formed. 

El no international search report has been established for the said claims Nos. 1 (part), 3-1 8(part), 26-27(part), 
29-39(part) 

2. A meaningful international preliminary examination cannot be carried out due to the failure of the nucleotide and/ 
or amino acid sequence listing to comply with the standard provided for in Annex C of the Administrative 
Instructions: 

□ the written form has not been furnished or does not comply with the Standard. 

□ the computer readable form has not been furnished or does not comply with the Standard. 



V. Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 

1. Statement 



Novelty (N) 


Yes: 


Claims 


19-25 




No: 


Claims 




Inventive step (IS) 


Yes: 


Claims 


19-25 




No: 


Claims 




Industrial applicability (IA) 


Yes: 


Claims 


1-27, 32, 33-38 




No: 


Claims 





2. Citations and explanations 
see separate sheet 
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Re Item HI 

Non-establishment of opinion with regard to novelty, inventive step and industrial 
applicability 

For reasoning with regards to unsearched subject-matter, see Form PCT/ISA/210 of the 
International Search Report. No International Preliminary Examination will be carried 
out with respect to subject-matter which is not covered by the search report (Rule 
66.1(e)PCT). 

Present Claim 1 relates to an extremely large number of possible compounds. In fact, 
Claim 1 contains so many options, variables, possible permutations that a lack of clarity 
(and conciseness) within the meaning of Article 6 PCT and/or disclosure within the 
meaning of Article 5 PCT arises to such an extent as to render a meaningful search of 
the Claim 1 impossible. The Claim 1 can in no way be considered to be a reasonable 
generalisation of the actual examples since it includes numerous possibilities which 
cannot be considered as equivalents, homologues or analogues of the examples. 
Consequently, the search was carried out for those parts of the application which do 
appear to be clear (concise and supported by the tested examples), namely for the 
compounds of formula lb. It should be noted that if the incomplete search objection 
were not made there would be a much greater objection to be made re lack of unity. 
The structural element shared by all compounds falling under the general structure (I) 
is diaryl ether core-structure substituted with the carboxamido and amino functions. A 
further unifying feature conferring a technical relationship between the said alternatives 
is the use of the above-mentioned compound as medicaments to treat obesity. 
However, according to Rule 13.2 PCT the special technical features providing a link 
between the several alternatives must make contribution over the prior art. Since D1-D4 
already disclose diaryl ethers substituted with the above-mentioned moieties and 
having the same uses as the present compounds, the above-mentioned requirement is 
not fulfilled. 

Claims 28-31 , 33-38 relate to subject-matter considered by this Authority to be covered 
by the provision of Rule 67.1(iv)PCT. Consequently, no opinion will be formulated with 
respect to the novelty, inventive step and industrial applicability of the subject-matter of 
these claims(Article 34(4)(a)(l)PCT). 

Re Item V 

Reasoned statement under Rule 66.2(a)(ii) with regard to novelty, inventive step 
or industrial applicability; citations and explanations supporting such statement 



Form PCT/Separate Sheet/409 (Sheet 1) (EPO-April 1997) 



INTERNATIONAL PRELIMINARY International application No. PCT/US 03/26300 

EXAMINATION REPORT - SEPARATE SHEET 



1. The opinion expressed below with regard to novelty, inventive step and industrial 
applicability refers only to subject-matter for which an international search report 
has been drawn up (i.e. compounds of formula lb-Claim 2- as well as for the 
compounds claimed by the present Claims 19-25) 

2. Amendments (Article 19(2)PCT) 

The amendments filed with the last set of claims (24.09.2004) relate to the 
deletion of definitions C2-C8alkylCH(OH)aryl, C2-C8alkylCH(OH)cycloalkyl, or C2- 
C8 alkylCH(OH)heterocyclyl C2-C8alkylCH(OH)aryl. Since the above-mentioned 
amendments relate to deletion of some terms from a list of possible definitions, 
these amendments fulfil the requirements of article 19(2)PCT. Claim 1 has been 
also amended to specify that one of R1 or R2 cannot be C1-C8 alkyl when the 
other one is hydrogen and that the group NR1 R2 is not NHCH2phenyl. The 
above-mentioned amendments seem not to be disclosed in the application as 
originally filled, therefore they do not fulfill the requirements of article 19(2)PCT 
(the possibility that R1 and R2 are not simultaneously hydrogen was disclosed but 
this does not mean that the other one should be C1-C8 alkyl; the -NR1 R2 cannot 
be -NHCH2phenyl was disclosed only for specific compounds-see description 
page 4-lines15-16 and not for all possible compounds claimed by Claim 1). Claim 
1 was also amended by the introduction of a list of specific compounds which 
appears already to be disclosed in the description, as originally filed, examples 
section. New Claims 2, 40 and 41 were introduced with the last set of claims 
(24.09.2004). The current Claim 2, claims compounds of formula lb, as disclosed 
in page 1 5 of the description, together with specific compounds, list of compounds 
which appears to be already disclosed in the description(examples section). The 
above-mentioned amendments seem thus to fulfil the requirements of Article 
19(2)PCT. The Claims 3-39 are the same as Claims 2-38 as originally filed. 
Claims 40 and 41 relate to pharmaceutical compositions containing specific 
compounds. Support for the new claims 40 and 41 is provided in description 
(pages 22-38) 

2. Reference is made to the following documents: 

D1: EP-A-0827746 

D2: WO-A-9710825 

D3: WO-A-0206276 

D4: EP-A-0921120 
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D5: US-A-4891379 

D6: US-B1 -6436959 

D7: WO-A-9967204 

D8: WO-A-0040560 

3. Novelty (Article 33(1) and 33(2) PCT). 

The subject-matter of the present application relates to compounds of formula (I) 
(see present Claim 1) as opioid receptor antagonists, useful to treat or prevent 
obesity and related diseases. 

The present compounds differ from the compounds disclosed by D5-D7 through 
the ether linkage between the 2 aryl moieties and from the compounds disclosed 
by D8 through the substituents R3 and R3 l (see the present Claim 1 as well the 
Claims 1 of D5-D8). 

The present compounds of formula (lb) are novel over the D2 compounds on the 
account that R1 and R2 cannot be simultaneously hydrogen. 

D1 , discloses also in page 16, compounds of formula XXIII which are present 
overlapping range with the present compounds, when R4 is a phenyl substituted 
with an OR10 moiety, X2 is a direct bond or a C2 alkylene, R10 being a phenyl or 
pyridyl moiety substituted with a CONR1 1 R12 function (R1 1 and R12 are not 
hydrogen)(since only compounds for which v=2 and NR1 R2 is not NHCH2phenyl 
were excluded by the provisio of the original Claim 1 and the corresponding 
amendment filed with the letter of 24.09.2004 was not allowable). Moreover, 4-(4- 
(N-benzyl-2-aminoethyl)phenoxy)nicotinamide, disclosed by D1 as preparation 
93 (see the preparation description wherein 6-chloronicotinamide is used as 
reagent-D1-page 37-lines 35-41), is a novelty-destroying embodiment for the 
subject-matter of the present Claim 1 . 

The Markush intermediate structure Hi, disclosed by D3 (page 13, lines 1-7, 15- 
20), presents an overlap with the present claimed compounds, when X2 is 
oxygen (D3-page 1 1 , line 29), X3 is a phenyl or pyridyl, substituted with a 
carboxamido function (see page 1 1 of D3-lines 1-7 and R2 is an alkyl moiety(see 
e.g. page 1 1 , line 15)) (the provision that when one of R1 or R2 is hydrogen the 
other one cannot be a C1-C8 alkyl moiety filled with the letter of telefax of 
24.09.2004, is not allowable since was not originally disclosed). 
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The intermediate compounds of formula (XXIII), disclosed by D4 present an 
overlap with the present compounds, when R4 is a phenyl substituted with OR10 
and R10 is a pyridiyl substituted with a CONR1 1 R12 moiety(see D4 pages 4-8 
and 14) (the povisio that -NR1 R2 cannot be -NHCH2Phenyl for all the compounds 
of formula (ib) filed with the telefax of 24.09.2004 is not allowable). 

Since, the documents D1 , D3 and D4 disclose general structures which present 
overlapping regions with the present formula (I), the novelty for the present 
subject-matter cannot be acknowledged either for the compounds of formula (I) or 
for the compounds of formula (Ib). However, the specific compounds claimed by 
the present Claims 19-25 are novel over the prior art. 

4. Inventive step (Article 33(1 ) and 33(3)PCT) 

Since D1-D4 and D8 disclose structurally similar compounds, useful for the 
treatment of the same diseases(namely obesity and diabetes), it should be equally 
considered the closest prior art. 

The end-products of D1-D4 are 4-carboxamid-diaryl ethers, which differ from the 
present compounds through the definitions of R1 and R2 (when X1 of D1 , D2, D4 
and X of D3 are a direct bond) and on the other hand through the definitions of the 
present R3, R3'. Moreover the compounds disclosed by D1-D4, D8 are beta- 
amino alcohol derivatives. 

Since the compounds disclosed by D1-D4, D8 known as being useful to treat 
obesity and diabetes via beta-3 adrenergic receptor contain all a beta- 
aminoalcohol functionality (which cannot be the case for the present compounds 
since R3 and R3' are not a HO moiety) and the compounds disclosed by D5-D7 
known as opioid ligands contain other core-structures as the present compounds 
(are not diaryl ethers), an inventive step can be acknowledged for the novel 
compounds claimed by the Claims 19-25 as well as for the corresponding 
pharmaceutical compositions and uses. 

5. Industrial applicability (Article 33(4)PCT). 

For the assessment of the present Claims 28-31 , 33-38 on the question whether 
they are industrial applicable, no unified criteria exist in the PCT Contracting 
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States. The patentability can also be dependent upon the formulation of the 
claims. The EPO, for example does not recognize as industrially applicable the 
subject-matter of claims to the use of a compound in medical treatment, but may 
also allow, however, claims to a known compound for the manufacture of a 
medicament for a new medical treatment. 
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Summary of the Invention 

The present invention provides a compound of the formula (I) 




NR B R 7 



wherein 



each of Xi , X 2 , X 3 , X«, X 5 , X 6 , X 7 , X* Xo and X !0 is C, CH, or N; provided that each of * 
ring? A or B has no more than 2 nitrogen atoms; 
E is O or NH; 
vis 1,2, or 3; 

R* and R 2 are independently selected from hydrogen, C|-C B alkyl, C2-Q alkenyl, C 2 -C B 
alkynyl, aryl, C3-CB cycJoaJkyl, -Q-C10 alkylaxyl, heterocyclyl, -Ci-C 10 alkylhetero eye] i c, 
-arylheterocyclyl, -C 3 -Q cycloalkylheterocyclyl, -Ci-Ca alkylC(0)Ci-C 9 alkyl, aryl 
C(0)Cj-C s alkyl-, Q1-C5 cycloalkylC(0)(CH2)^, ~Ci-Cs aIkylC(0)heterocyclic, -CVCr 
alkylC(0)aryl, aryloxyCVCg alkyl-, bcnzhydryl, fused bicyclic, Cj-C 6 alkyJiused 
bicyclic, phenylC(O)-, phenylC(0) Ct-Ce alkyl-, C,-C a alkoxyCi-C* alkyl-,-CO(0)C,- 
Ggalkyl, -S0 2 Ci-C 5 alkyl, -SO 2 Ci-C 10 alkylaryl, -S0 2 Ci-Cg alkylheterocycJic, -C,-C R 
alkylcycloalkyi, -(CH 2 ) n C(0)OR 8 5 -(CH^nACONRV, and -(CH 2 ) m NS0 2 R 8 ; wherein 
each of the alkyl, alkenyi, cycloalkyl, heterocyclic, and aiyl groups are optionally 
substituted with one to five groups independently selected from halo, Ci-C 8 haloalkyl, 
C>-C? thioalkyl, C,-C B alkyl, C 2 -C a alkenyl, aryl, -Ci-C 8 alkylaryl, -C(0)C,-C 8 alkyl, - 
S0 2 CrC 8 alkyl, -S0 2 C)-C 8 alkylaryi, -SO2C1-Q, alkylheterocyclic, «C r C 8 
alkylcycloalkyl, -(CH 2 ) n C(0)OR 8 ) -(CH 2 ) n C(0)R*; and wherein R 1 andR 2 may 
optionally combine wjth each other, or with 1 , or 2 atoms adjacent to the nitrogen atom to 
form a 4, 5, 6, or 7-mcmbered nitrogen-containing heterocyele which nitrogen - 
containing heterocyeje may further have substituents selected from the group consisting 
of amino, Ci-Ca alkyl, C 2 -C 8 alkenyl, C 2 -C R alkynyl, aryl, Ci-C ? alkylaryi, -C(0)C K C B 
alkyl, -CO(0)C! -C 8 alkyl, halo, oxo, Ci-Cr haloalkyl; and wherein R 1 and R 2 may 
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independently attach to the A ring to form a 4, 5, 6, or 7-member nitrogcn-coirtaming 
bicyclic heterocycle which nitrogen-containing bicyclic heterocycle may further have 
substituents selected from the group consisting of oxo, amino, -C,-C 8 alkyl, -Cj-Q 
alkenyl, -CrC alkynyl, aryl, Ic.-C, alkylaryl, -C(0)C t -C 8 alkyl, -COCO^-Cs alkyl, 
halo, and Ci-Q haloalkyl; 

and wherein R' and R 2 arc not simultaneously hydrogen; and provided that when one of 
R 1 and R 2 is hydrogen the other is not C| -C, alkyl; and provided that the group NR'R 2 is 
not -NHCHzPh; and further provided that when one of R 1 or R 2 is -CHzCH 2 -optionally 
substituted phenyl or -CH 2 CH 2 -optionally substituted naphthyl, or -CHzCHa-optionally 
substituted 5 or 6 member monocyclic heterocyclic aromatic, and v is 1, then R s and R 
are. not simultaneously hydrogen; 

R 3 and R 3 ' are each independently selected from hydrogen, C|-C 8 alkyl, C 2 -C 8 alkenyl, 
C 2 -C 8 alkynyl, aryl, -C r C 8 alkylcycloalkyl, and -Ci-C 8 alkylaryl; 
R 4 and R 5 are each independently selected from hydrogen, Ct-C 8 alkyl, C 2 -C 8 alkenyl, - 
C 2 -C 8 alkynyl, -Q-Cb alkoxyalkyl, C)-C 8 thioalkyl, halo, C,-C g haloalkyl, -C,-Cg 
alkoxyhaloalkyl, aryl, -C,-C 8 alkylaryl, -C(0)C,-C 8 alkyl, or -C(0)OC,-C 8 alkyl -C t -C 8 
alkylamino, -C,-C 8 alkylcycloalkyl, -(CH^Ctp^-Ca alkyl, and (CH^nNRV, wherein 
each R 4 or R 5 is attached to its respective ring only at carbon atoms, and wherein y is 0, 1, 
2, or 3; and wherein z is 0, 1, 2, or 3; 

R 6 and R 7 are each independently selected from hydrogen, C,-C 8 alkyl, C 2 -C 8 alkenyl, C 2 - 
C B alkynyl, -C(0)C|-C 8 ajkyl, hydroxy, C|-C 8 alkoxy, -S0 2 C t -C 8 alkyl, S0 2 C r C 8 
alkylaryl, -SC^Cj-Q alkylheterocyclic, aryl, -C,-C 8 alkylaryl, C 3 -C 7 cycjoalkyl, -C]-C 6 
alkylcycloalkyl, -(CH 2 )„C(0)R 8 , -(CT 2 ) m C(0)m R R R , and -(CH 2 ) m NS0 2 R*; wherein each 
of the alkyl, alkenyl, and aryl groups are optionally substituted with one to five groups 
independently selected from C r C 8 alkyl, C 2 -Q, alkenyl, aryl, and C,-C 8 alkylaryl; and 
wherein R 6 and R 7 may independently combine with each other, and with the nitrogen 
atom to which they are attached or with 1, or 2 atoms adjacent to the nitrogen atom to 
form a 4, 5, 6, or 7-raembered nitrogen containing heterocycle which nitrogen-containing 
heterocycle may optionally have substituents selected from the group consisting of oxo, 
C,-C 8 alkyl, Ci-Cf alkenyl, C 2 -C 8 alkynyl, aryl, -C,-C 8 alkylaryl, -C(0)C,-C 8 alkyl, - 
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CO(0)d-C 8 alkyl, hydroxy, Ci-Ca alkoxy, -C t -C B aJkylamine, amino, halo, and 
haloalkyl; 

R 8 is hydrogen, C 3 -C 8 alkyl, C 2 -C 8 alkenyJ, C r C a alkylaryl, -C(0)C r C 8 alkyl, or- 
C(0)OCi-C 8 alkyl; and wherein n is 0, 1, 2, 3 or 4 and m is 1, 2, or 3; 



6-[4-(3-Penlylamino-propyl)-p^ 

6-[4-( l-Methyl-2-pentylamino^ 

6-[2-Methyl-4~(3-methy]-b^ 

6-[2-lHuoro-4-(3-methyl-b^ 

6-[2-CUoro-4-(3-meikyl-buty^ 

6~[2-Ethoxy-4-(3-methyJ43utylami^^^ 

6-{4-[(3 7 3-Dimethyl-butytamino)^^ 

6-(4-Butyl^inomethyl-2-mefr^ 

6<24tfethyM-{[methyH3-me^ 

3-Fluoro^-{2HDnethyl-4-[(3-meft^ 

6-(4-AUyJaroitiomethyl-phenoxy)-xiicotinamide, 

6-[4<(3 ft 3-Dime1hyl-butylai[i^^ 

6-[4-((3-Methyl-butylaa^ 

6-[4<(3-Me1hyl-1ratylan^ 

6-[4-((3,3-Djb&iethy]-bu^ 

6-[4-(Buty)amino«methyl)-2-ethoxyphenoxy]nicgtjba 
6-[4-((3~Methyl-butylamino)-m^ 

5- {4-[(3 -MethyIbutylammo)njethy)]phenoxy }pyri dine-2-carboxamide,5- { 2-Methyi-4- 
[(3-methylbutylainino)nje^ 5- {2-Mcthoxy-4-[(3- 

inethyJbuty]auiino):me&^ 

5-{2-Huoro^-[(3-raethyIbutyJajDto^^ 5- {2- 

Methyl^[(3-inethylbutylaro^ 

5-(2-Fluoro-4-pentyIan)iDomeftylphenoxy)pyridme-2-carbox 

5- {2-CMaro-4-[(3-metfcylbi^ 
5~(2-Ch]oro^-(pcntylamto^ 

6- {24tfethoxy^[(3-methylbuty]a^ 
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6<2-Me&oxy-4-pentylammoro 
6<4-BTityJanunomethy)-2-m^ 

6.{4_[(2-EthyJVutylami^ 

6-(4-Hexylammomethyl-2-methoxypheim^ 

6-{2-Methoxy^[C4-metby1pentylamioo)methyl]pbe7ioxy}nic 

5-{44(3 > 3-Dimethylbutylamino^ 5- 
{4-[(3«MetbyIl5utylaim^ 

5- {4H](3;3-Dimethylbuty]amm^^ 

6- (4-Hexylaminoroetby1-2-methoxypbej^ methanesulfajmte, 6- {4-[(2- 
Ethy]butylajjjjT)o)raethyl]-2-metboxyphenoxy} nicotinamide, 

<>_ {4-[(3,3-DimethyJbutylaiTrino)xnethyl] -2-methoxyphenoxy} nicotinamide, 
6- {2-Methoxy-4-[(3-methyJbutyl^ nicotinamide, 
445-(Isobmylamijio-methyl)-pyrid^ 
4- {5-[(3,3-Diinetbyl-biityJamino>TO 

4- {5 -[(3 -Methyl -butylamino)-rnetby1]-pyridin-2-yloxy> -benzamide, 
4- {5-[(3 ,3-Dimetiiyl-butylamino)-me^ -benzamide, 
4- { 5 -[(3 -MelhyJ -bu tyl arain ^ 
6-{2-Choloro-4-[(3,3-dimethy1b^ 
3-Bromo-4«(5-penlylaiTiinomethyI-py^^ 

3-Bromo-4- {5-[(3,3-dimetby14?uty^ -benzamide, 

3- 3VIethoxy-4-(5-pOTtylamiiio.me 

4- {5-t(3 > 3-Dimeihyl-butylaniino)-mMhyl]-pyridk-2-yloxy} ~3~rnertioxy-benzamide, 
4-{2-Methyl-4-[(3-methyl4ro^ 

4~p-Chloro^[(3-methyl-bu1y]amm^ 4-{2-Ethoxy-4- 

r(3-methyl-butylamino)-n\ethyl]-phenoxy}-benzamide ? 

6-{2-Methyl-4-[2-(3-methy]^ 

6-{2-Methyl-4-[2<3.3-dimethyl-bu1ylam^ 

6-[2-Meftyl^(2-pentylaramo-e 

6- {3 -Chioro-4-[2-(3-methy]-butylamino)-etbyI]-phenoxy} -nicotinamide, 
6-{3-C^orc^-[2-(3 > 3-dimethyl-butylanuno)-etby1]-phen 
6-[3-CWoro-4-(2-pentylainino-ethyl)-phenoxy]-nicotin amide, 
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6-{2,6-DifluQ*o^[2<3~methyl^^^ 

6-{4-[2<3,3-Dimethyl-butylai^ 

6-[2,6.Difluoro^-(2-pratylaroino-ethyl)-phenoxy]-nico 

6- {2-Methyl^[2-(3-methyl-bu^ -nicotinamide, 

6-{2-Methyl^[2-(3,3-djjoae^^ 

6-[2-Methyl-4<2-pej^1aniin^^ 

6-[3-Chloro^(2-pentylamino-ethyl)-phenoxy]-mcot^ 

6-{2,6-Difluoro^-t2-(3^ 

6-{4-[2<3;3-Dinieftyl^ 

6-[2,6-Difluoro^(2-pentylam^ 

6-[4-(/erf-butyJamino metbyl)-2-fluoro phenoxy] nicotinonaOTide, 
. 6<4~EtbyJarninomethyl-241^ 
6-(2-Fluoro-4 : propylaminomethy^^ 
6-(2-nuoittT4-hexylaintog 

6-[2-nuoro-4-(isobutylamino-roethyl)-phenoxy]-nicotinaim 
6-[2-Huoro-4-(isobutylamiTO^ 

2~Fhioro-4- {4-[(3 -niethyl-bu ty lamino)-Eaethyl3-phenoxy} -beTizamide, 
3-Methoxy-4-{4-[(3<nethyl-butyte^ 

2- Methyl-4-{4-[(3-methyl-1ro^ 

3- Metby 1-4- {4-[(3 -metbyJ-buty Iainino^etbyy-phenoxyy-benzamidej, 
3-Fluoro-4-{4-[3-mefty]birty^ 
3-nuoro-4~{4-[(3,3-Dimethy^^ 
3-Fluoro-4-(4-pentyIaminomethyJ-phenoxy)-benzaroJde 5 
3,5-Difluoro-4-{4-[3-iBethyl-butylai^ 

3- Fluoro-4-(4- {[methyl -(3-methyl-butyJ>amino]-methyl} -phenoxy)-benzamjde, 
3,5-Difluon>-4-(4-{[niethy]-(3-methyl-butyI)-amino]-methyl}-phen 

4- {2-Chloro-4-[(3,3-dimethyl-butyl^^ 

4- {2-ChIorO'4-[(3-methyI-butylainino)-inethy)3-pheiioxy} -benzauiide, 

4-(2-CWoro-4-pentylanMJ)omethyl-phenoxy)-beDzajTiide 5 

6-[4-(2-Methylamino-ethyl)-phenoxy]-iucotinanude, 
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4- {4-[(33-Dimethyl~b\i^ 
3-Chloro^-(3-methoxy-^ 

3-Bromo^C3-p™tylaminoni€thyl-phejiaxy} -benzamide, 
6~(2,3-Difluoro-4-penty]aminome1hyl-phe^^ 

6- {4-[(3 p 3~DiipethyM?uty^ -nicotinamide, 
6- {4-[(3,3-Dimethyl-butyl™ -.nicotinamide, 
6- {2,6-Difluoro^-[(3-me^ 
6-(2£,6-Trifluoro-4-[(3-jnethyl^ 

6-[2-Isopropyl-3 -(2-peutylamino-ethyl)-phenoxy] -nicotinamide, 
5<2-Methoxy^pentylaminomethylpheno^^ 
6-{2-Methoxy-4-[(3-metbylbutylainino)n»ethyl]phen 
6-(2-Metboxy-4-propy)anunomethyJpbenoxy)nicotinaniide ? 

6-[4-(IsobutyJ aminomethyl>2-ro^ 
6-{4-[(2,2-Dunethy]propylaraino)]rnethyl]-2-metho^ 

5- {4-[(3,3-Dimethy]butyte^ 
5-{2-Fluoro^[(4-methylp^tylaniino)^ 
S-{4-[(3,3-Dnne1hylbutyla^ 

5- {2-Fluoro-4-[(3-methyl-butyla)rnino>methy]]-phenoxy} -pyrazine-2-carboxamide, 
5-(2-Fluoxo.4-pentylamincmaeihylphenoxy)pyrazw 

5- (2-Fluoro-44iexylaininomefc^ 

6- {4-[(3,3-Dimethylbutylamino 
5-{2-Methoxy-4-[(3-niethylbutylaniino)^ 

5- {2-Mcthoxy^-[(4-metl5ylpen1ylan]UPo)ineihy]]phenoxy} pyrazine-2-carboxainide, 
5-{4-[(33-Di:methylbutylamino)me&^ 

(6- {4-[(3-Metbyl-butyJ.animo>methyl]-pbenoxy } -pyridin-3~yl)-piperidin-l-yl- 
methanone, 

N-Methyl-6- {4-[(3-metbyl-buty]amino)-methy]]-phenoxy} -nicotfaiamide, 
K-Ethyl-6- {4-[(3-methyl-butyIamino)-methyl]-phenoxy} -nicotinamide, 
N-Isopropyl-6-{4-[(3-metbyJ-bu^ 
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5. { 4. K 4,4-Dinielhylpefltylamino)methyl]-2-fluoroph 

5.{4-[(3-Etbylpentylamino)ro.et^ 

5 „{4-[(4,4-DixBethy^ 
5-{4-[(3.Ewylpentylamino)memyl]-2-fta^^ 

5 _{4_[(4,4.T# m ewylpentylammo)m^ 



and 



5-{4-[(3-Ewylpentylamino)memyl]-2-OT 

or a phannaceuticaUy acceptable salt, solvate, enantiomer, raceraate, diaBtereomer or 
mixture of diastereomejcs thereof. 

The present invention also relates to a compound of formula lb 

o 




NR B R 7 



R^ 

wherein 

each X is independently C, CH, or N; provided that ring B has no more Hian 2 nitrogen 
atoms; 

vis 1,2, or 3; 

R 1 and R 2 axe independently selected from hydrogen, Ci-C 8 alkyL CyCs alkenyl, Cz-Cg 
alkynyk aryl, C 3 -C 8 cycloalkyl, -Ci-C, 0 alkylaryl, heterocyclyl, -C,-C| 0 alkylheterocyclic, 
-aryHieteroeyclyl. -C 3 -C 8 cycloalkylheterocyclyl, -C,-C 8 alkyl.C(0)C,-C 8 alkyl. aryl 
C(0)C,-C 8 alkyl-, C 3 -C g cycloalkylC(0)(CH 2 )„-, -C|-C B aIkylC(0)heterocychc, -C,-C g 
alkylC(0)aryl, aryloxyCi-Q, alkyl-, benzhydryl, fused bicyclic, Ci-C s alkylfused 
bicyclic, phenylC(0)-, phenylC(O) C,-C 8 alkyl-, C,-C 8 alkoxyC,-C 8 alkyl-,-CO(0)C,- 
Csalkyl, -S0 2 C r C 8 a1kyI, -SO 2 C,-Ci 0 alkylaryl, -S0 2 d-C 8 alkylheterocyclic, -C,-C 8 
aJkylcycloalkyL -(CH 2 ) n C(0)OR 8 , -(CH 2 ) m C(0)fJR 8 R B , and -(CHzJmNSOjR 8 ; wherein 
each of the alkyl, alkenyl, cycloalkyl, heterocyclic, and aryl groups are optionally 
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substituted with one to five groups independently selected from halo, C,-C 8 haloalkyl, 
C,-C thioalkyl, C,-C B alkyl, Cz-Q, alkenyl, aryl, -C,-C a alkylaryl, -C(0)C,-C B alkyl, - 
SQ^-Qs alkyl, -S0 2 C,-C B alkylaryl, -S0 2 CtC 8 alkylheterocyclic, -C-Cg 
alkylcycloalkyl, -(CH2)nC(0)OR 8 ,~(CH2)nC(0)R 8 ; and wherein R 1 andR 2 may 
optionaUy combine with each other, or with 1, or 2 atoms adjacent to the nitrogen atom to 
form a 4, 5, 6, or 7-membered nitrogen-containing heterocycle which nitrogen - 
containing heterocycle may further have substituents selected from the group consisting 
of amino, C,-C 8 alkyl, C 2 -C B alkenyl, C 2 -C B alkynyl, aryl, C,-C„ alkylaryl, -C(0)C,-C B 
alkyl, -CO(0)C,-C 8 alkyl, halo, oxo, C,-C B haloalkyl; and wherein R 1 and R 2 may 
independently attach to the A ring to form a 4, 5, 6, or 7-member nitrogen-containing 
bicyolic heterocycle which mtrogen-ewntaining bicyclic heterocycle may further have 
substituents selected from the group consisting of oxo, amino, -C|-C 8 alkyl, -C 2 -C B 
alkenyl, -C2-C alkynyl, aryl, -C,-C 8 alkylaryl, -C(0)Ci-C 5 alkyl, -CO(0)C,-Cs alkyl, 
halo, and C|-C 8 haloalkyl; 

and wherein R 1 and R 2 are not simultaneously hydrogen; and provided that when one of 
R 1 and R 2 is hydrogen the other is not Cj-C 8 alkyl; and provided that the group KR ! R 2 is 
not-NHCH 2 Ph; and further provided that when one of R l orR 2 is -CH 2 CH2-optionally 
substituted phenyl or -CHiCHz-optionally substituted naphthyl, or -CH 2 CH 2 -optionally 
substituted 5 or 6 member monocyclic heterocyclic aromatic, and v is 1, men R 6 and R 7 
are not simultaneously hydrogen; 

R 3 and R r are each independently selected from hydrogen, C|-C R alkyl, C 2 -C B alkenyl, 
C 2 -C 8 alkynyl, aryl, -Ci-C 8 alkylcycloalkyl, and-C,-C 8 alkylaryl; 
R 4 and R s are each independently selected from hydrogen, Ci-C 8 alkyl, C 2 -C B alkenyl, - 
Qr-C? alkynyl, -C|-Cs alkoxyalkyl, Ci-C B thioalkyl, halo, Ci-C 8 haloalkyl, -Cj-C 8 
alkoxyhaloalkyl, aryl, -Ci-C 8 alkylaryl, -C(0)C,-C B alkyl, or -C(0)OC,-C B alkyl, -C,-C 8 
alkylamino, -C,-C a alkylcycloalkyl, -(CUdnAC^C-Cg alkyl, and (CH 2 )„NR 8 R 8 . wherein 
each R 4 or R s is attached to its respective ring only at carbon atoms, and wherein y is 0, 1, 
2, or 3; and wherein z is 0, 1, 2, or3; 

R 6 and R 7 are each independently selected from hydrogen, C,-C g alkyl, CyC* alkenyl, C 2 - 
C 8 alkynyl, -C(0)C,-C 8 alkyl, hydroxy, Cj-Cs alkoxy, -S0 2 C,-C 8 alkyl, S0 2 C,-C 8 



W.zeit:24/09/2004 23:18 MEKKEHF* P " 016 



69/24/2004 16:17 317-27^^.7 ELI LILLY AND CO PAGE 17/24 



Replacement Sheet 8c 

alkylaryl, -SOzd-Cs alkylheterocyclic, aryl, -C,-C* alkylaryl, C 3 -C 7 cycloalkyl, -Ct-C G 
aBcylcyclorikyl, -(CH^CCO)^ -(CHz) ro C(0)NR B R 9 , and .(CHz^SO* 6 ; wherein each 
of the alkyl, alkenyl, and aryl groups are optionally substituted with one to five groups 
independently selected from C,-C a alkyl, C 2 -C s alkenyl, aryl, and C,-C 8 alkylaryl; and 
wherein R 6 and R 7 may independently combine witb each other, and with the nitrogen 
atom to which they are attached or with J, or 2 atoms adjacent to the nitrogen atom to 
form a 4, 5, 6, or 7-membered nitrogen containing heterocycle which nitrogen-containing 
heterocycle may optionally have substituents selected from the group consisting of oxo, 
C r C* alkyl, C 2 -C B alkenyl, C 2 -C 8 alkynyl, aryl, -C,-C a alkylaryl, -C(0)Ci-C 8 alkyl, - 
CO(0)C r C 8 alkyl, hydroxy, Ci-G, alkoxy, -C r C 8 alkylamine, amino, halo, and 
haloalkyl; 

R 8 is hydrogen, Ci-Cg alkyl, C 2 -C 8 alkenyl, C,~C R alkylaryl, -C(0)C]-C 8 alkyl, or - 

C(0)OCi-Ca alkyl; and wherein n is 0, 1, 2, 3 or 4 and m is 1, 2. or 3; 

or a compound selected from the group consisting oft 

6.[4-(3-p en tylajnc^ 

6-[4^1-Metby1-2-pentylamino-eto^^ 

6~[2-Methyl-4-(3-methyl-buty1an^ 

6-[2-Huoro-4-(3-methyl-butylami^^ 

6-[2-Chloro^(3-methyHm^ 

6-[2-Ethoxy-4<3-methyl-butylan^ 

6-{4-[(33-Dimethyl-butylam^ 

6-(4-Butylamino methyl -2-methy l-pheooxy)-nicotinaraj de, 
6<2-Melhyl-4-{[methyl-(3-methyl-butyl)^aroino]-me 

3-nuoxo-4-{2-methyl-4<(3-methy^^ 
6-(4-AUy!aminonicthyl-pbenoxy)-nicotiiiaiDjde a 
6~[4<(3,3-Dime1hyl-butyJam^ 
6-[4-((3~Methyl4>utylamino)-^^ 

6-[4-((3-Methyl-butylamino)-methyl)-2-ethoxyphenoxy]nico 

6-[4-((3,3-Dimethyl-bu^^ 
6-[4-(Butylammo-methyl)-2-ethoxyphenoxy]iucotm 
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6-[4-((3-MethyJ4^ 

5-{4-[(3-MethylbutylaCTino)methyl]phCT.oxy}pyri 

[(3-methy]butylamiao)niethyl]phenoxy }pyridine-2-caxboxamide, 5- {2-Methoxy-4-[(3- 
jmethylbutyJamino)methy^ 

5- {2-Fluoro^-[(3-i^ 5 'i 2 ' 

Methyl-4-[(3-njethylbiJ^ 

5-(2-Fluoro«4-pepiylaminom 

5-{2-Chloro^-[(3-methyl^^ 

5- (2-CMoro-4-(pentyIammom 

6- {2-Methoxy^-[(3-methylbutylamino)jroethyl]phen 

6-(2-Mcthoxy^Tpentylaxnm^ 

6-(4-Butylarninomet]iyl-2-roethox3^henQ?cy)ni 

6-{4-[(2-Etbylbutylaminp)methyq^^ 

6-(4-Hexylaminometby1-2-me^^ . 
6-{2-Methoxy^[(4<netbyJpen^ 

5-{4-[(3,3-Dinjethylbutylan^ 5- 
{4-[(3-Methylbutyfemi^ 

5- <{4-[(3 3 3-Diniethylbuty1a^^ 

6«(4-Hexylaminoiretbyl-2-methoxypbenoxy)nicotiuo methanesulfonate s 6-{4-[(2- 
Ethylbutylamino)inethy^ 

6- {4-[(3,3-Dimethylbutylara^ 
6-{2-Methoxy-4-[(3-iTiethylbii^^ 

6- {2-Choloro-4-[(3,3 .diroethylbutylamino)-methy3]-ph^ 
4-{2-Methyl-44(3-iBetbyl-butyl^ 

4-{3-CMoro-4-[(3-methyl-butylainijc}o)-niefl3yl J-pheuoxy} -benzamide, 4- {2-Ethoxy«4- 

[(3-methyl-butylajDDUJjo)-methyl]-phenoxy}-bcnzamide^ 

6- {2-Methyl-4-[2r(3-m<^yUw^ -nicotinamide, 

6-{2-Mc*hy]~4-(2-(3,3-dimetty^ 

6-[2-Methy]-4-(2-pcntyJamin^ 

6~{3-Chloro-442-(3-methyl-bu^ 





PAGE 19/24 




83/24/2004 16:17 



317-273 



« 



7 



ELI LILLY AND GO 



Replacement Sheet 8e 



6-{3-Cftloro-4-[2-(3,3-diroeft^^ 
6-[3-Chloro-4-(2-pratylan^ 
6-{2>Difluoro-4-[2-(3-raethyl^^^ 
6-{4-[2<3,3-DiroethyM^^ 
6-t2>Diflaoro^<2-pentyl^^ 
6-{2-Methyl-4-[2<3-n^ 
6- {2~Methyl-4-[2-(3>dim^ 
6-[2-MethyW-(2-pc^ylaiii^ 
6-[3-Chloro-4-(2-pealy]amino-etbyl>-phenoxy]-nim 
6-{2,6-Difluoro-4-[2-(3-met^ 
6-{4-t2-(3,3-Dunethyl-bu^^ 
- <^2 9 6-Difluoro^(2-pentyl^^ 
6-[4-(rerf-butylamino metbyl)-2-fluoro phejxoxy] nicotinoDamide, 
6<4-EthylaTjiinomethyl-2-fl^^ 
6-(2-F)uoro^piopylarowainethyl-phenoxy)-nicotm 
6-(2-F]uoro-4-hexylainuiom 
6-[2-fluoro^(isobutyla^ 

6-[2-Huoro^(isobu1y]amino-xnethyl)-phenoxy]-niTOti 

2- Iluoro-4-{4<(3-methy]-but^^ 

3- Methoxy^-{4-[(3-methyl^u!yl 

2- Methyl-4-{4-[(3-raethy^ 

3- Meftyl-4- {4-[(3-7neftyl-b^ 

3-Ftaoro-4~{4~[3-inethyft^ 
3_F] UO ro^-{4-[(3,3-Dimetbyl-butylaniroo 
3-Fluoro-4-(4-peiitylamiiiomethyl-phcnoxy)-benzamid 
3,5-Difluoro-4-{4~p-methyWnJty^ 

3- Fliicju^(4~ {[met^ 
3 ? 5-Difluoro«4-(4-{[ix^ 

4- {2-Chloro^-[(3,3-dimethy^ 
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4-{2^Moro^[(3-methyl-b^ 

4~(2-Cbloro^pentylaimnome^^ 

6-[4<2-Merthylamino-e^ 

4- {4-[(3,3-DiraettiyI4wityiain^^ 
3-Chloio^(3-methoxy^pentyJamm^^ 
3-Bromo-4-{4-[(3-methyW>u^ 
3-Bromo^-(3~pOTty1aminomethyl^ 
6-(2,3-Difluoro-4-pmty}ajm^ 

6-{4-[(3 ,3 -Dimethyl-butylairu^ -nicotinaroide, 

6-{4-[(33-Diniethy]^ 

G-{2,6-Difhioro-4-[(3<ne^ 

6- {2,3 t 6-Trifluoro^[(3-met^ 

6-{3-[(2-CycIoh«yl-ethylamm^ 

6-[24sopropyl-3-(2-pe]otylainino-ethyl)-pbenoxy]-iUTO 

5- (2-Methoxy-4-pentylaioodn^ 

6- (2-M<^oxy^[(3-raethy]birtyla^ 
6-(2-Methoxy^-propylami]Do^ 
6-[4-(l5abutylaminomethyty^ 
6-{4-[(2,2-DimethyiprQ^ 
5-{4-[(3,3-Dimc03y1butylamino)mefhyI]-2-fl 
5-{2-Huoro^-[(4-methylpe^^ 
5-{4-[(3,3-DimethyJbutyl 

5~ {2-Fluoro^-[(3-roetbyJ-butylamino)-methyl]-pheiioxy} -pyxaw0e-2-carboxamide, 
5-(2-Huoro-4-penty1aminamethylph^ 

5- (2-Fluoro-4-hexylajninoinethy]phEnoxy)pyrazine-2-carboxan)ide, 

6- {4-[(3,3-Dimethylb^ 
5-{2-Methoxy^-[(3Hm^thyIbutylairu^^ 
5-{2~Methoxy-4-[(4-methylpentyJaTrt^ 
5-{4-[(3,3-DimethyIbutyla^ 
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(6_{4_[(3.Methyl-butylam^^ 
metbanone, 

!4-Methyl-(5-{4-[(3-iDethyl-butylamino)-inetbyl]-phenoxy}-^^ 
N-EthyI-6-{4-[(3-roetoyl-butylammo^^^ 

N-Jsopropyl-5- {4-[(3-melhyl-butylaroino>metbyI]-phenoxy} -nicotinamide, 

5 .{4-[(;4,4.Djmethylpentylammo)^^ 

5-{4-[(3-Emylpentylautino)memyl]-2-fl^^ 

5.{4-[(4,4-Dimeihylpenrylatn^^ 

5-{4-[(>Etoylpentylammo)memyl^ 

5.{4.[(4,4-Dirnethylpentylamino)methyl]-2-methoxyphenoxy}pyi^ 
and 

5_{4_[<3.Emy1pentylanmio)OTemyl]-2^ 

or a pharmaceutical^ acceptable salt, solvate, ejoantiomer, raceinate, diastereomer or 
mixture of diastereomeis thereof. 

The present invention ajso provides a method for the prevention, treatment and/or 
amelioration of die symptoms of obesity and Related Diseases comprising administering 
a therapeutically effective amount of a compound of formula n to a patient in need 
thereof wherein formula H is represented by the structure 



(R 4 ), 




R 



(TO 

■wherein 

each of X r , X r > Xr, X,-, Xr. Xs-, X r , X<>- and X (0 - is C, CH, or N; provided that 
each of rings A r or B' has no more than 2 nitrogen atoms; 
E'isOorNH; 
vis 0,1, 2 or 3; 
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R r and K r arc independently selected from hydrogen, C^Cg alkyl, C 2 -C B alkenyl, C 2 -C 8 
alkynyl, aryl, C 3 -C* cycloalkyl, -C r Cio aJkylaryl, heterocyclyl, -C r Cio alkylheterocyclic, 
-arylheterocyclyl, -C 3 -C 8 cyeioalkylheterocyclyl, -C,-C B alkyl C(0)C|-C B alkyl, axyi 
C(0)CrC? alkyl-, C 3 -Qj cycloalkylC(0)(CHi)n-, -C,-C 8 alkyJC(0)heten?cyclic, -C r C$ 
alkylC(0)aryl, aryloxyCi-Cg alky]-, benzhydryl, fused bicyclic, C t -C 8 alkylfused 
bicyclic, phenylC(O)-, phenylC(0) C,-C 8 alkyl-. Ci-C 8 alkoxyC r C 5 aDcyl- f -CO(Q)C,. 
C g alkyl, -SO z Ci-C 8 alkyl ? -S0 2 Ci-C,o alkylaiyi, -S0 2 Ci-C 8 alkylhetexocyclic, -C r C 9 
alkylcycioalkyl, -(CHz) n C(0)OR 8 , -(CH2>nC(0)RS, -(CH 2 )mC(0)NRV, and - 
(CH2)TnNS02R a ; wherein each of the alkyl, alkenyl, cycloajkyl, heterocyclic, and aryl 
groups are optionally substituted with one to five groups independently selected from 
halo, C t -C B haloalkyl, C r C 8 thioalkyl, Ci-C* alkyi, C 2 -C 8 alkenyl, aryl, -Ci-C 8 alkylaryl, 
-C(0)C|-C 8 alkyl, -CO(0)CrC 8 alkyl, -SOzCt-Cg alkyl, -SOiCi-C* alkylaryl, -S0 2 Ct-C B 
alkylhcterocyclic, -Ci-C B alkyteycloalkyl, -(CH 2 )„C(0)OR 8 , -(CH 2 ) TI C(0)R 9 ; and wherein 
R r and R 2 ' may optionally combine with each other, or with 1 , or 2 atoms adjacent to the 
nitrogen atom to form a 4, 5, 6, or 7 r membered nitrogen-containing heterocycle which 
nitrogen -containing heterocycle may further have substituents selected from the group 
consisting of amino, C t -C 8 aJkyl, C2-Q alkenyl, C 2 -Cg alkynyl, aryl, C]-C 8 alkylaryl, - 
C(0)Ci-C$ aJkyl, -CO(0)Cj-C B alkyl, halo, oxo, C|-C 8 haloalkyl; and wherein R r and R 2 
may independently attach to the A* ring to form a 4, 5, 6, or 7-member nitrogen- 
containing bicyclic heterocycle which nitrogen-containing bicyclic heterocycle may 
further have substituents selected from the group consisting of oxo, amino, -Cj -C 8 alkyl, - 
C 2 -C 8 alkenyl, -C 2 -C 8 alkynyl, aryl, -d-C 8 alkylaryU -C(0)C|-C B alkyl, -CO(0)Ci-Cb 
alkyl, halo, and Q -C B haloalkyl; provided that R 1 " and R 2 ' arc not simultaneously 
hydrogen; and provided that when v is 2, and R 3a and R 3b are both hydrogen or CH 3 , and 
both A' and B ? rings are phenyl, then the group -NR r R 2 is not -NHCH 2 Fhenyl; and 
further provided that when one of R r or R 2 ' is -CH 2 CH 2 -optionally substituted phenyl or 
-CH 2 CH2-optionally substituted naphthyl, or -CH 2 CH2-optionally substituted 5 or 6 
member monocyclic heterocyclic aromatic, and v is 1, then R G and R 7 are not 
simultaneously hydrogen; 



BnPf -zfiit :24/09/2004 23: 19 l^S^SIS 356 P ' 022 





m^^rn iiill 

09/24/2004 15:17 317-27j^^7 ELI LILLY AND CD PAGE 23/24 



Replacement Sheet 3i 

R 3B and R 3b are each independently selected from hydrogen, CVCs aJkyl, C 2 -C 8 alkenyl 
C 2 -C 8 alkynyl, aryl, -CpCs alkylcycloalkyl, aiyl, and -C r C 8 alkylaryl; 
R 4 ' and R 5 * are each independently selected from hydrogen, Ci~C 8 alkyl C 2 -C B alkenyl - 
C 2 -C 8 alkynyl, -Ci-C 8 alkoxyalkyl C^Cs thioalkyl halo, C|-C 8 baloalkyl -C|-C B 
alkoxyhaloalkyl, aryl, -C,-C 8 alkylaryl -C(0)C r C 8 alkyl, or -C(0)OC,-C 8 alkyl -Ci-Ca 
alkylamino, -C,-C 8 alkylcycloalkyl, <CH2)mC(0)CrC 8 alkyl, and -(CH 2 )nNR a R 8 , 
wherein each R 4 * and R 5 ' is attached to its respective ring only at carbon atoms, and 
wherein y is 0, 1, 2, or 3; and whereinz is 0, 1, 2, or 3; 

R c ' and R r are each independently selected from hydrogen, Ci-C 8 alkyl, C 2 -C 8 alkenyl 
C 2 -C 8 alkynyl, -C<p)Ci-C 8 alkyl hydroxy, Ci-C 8 aljcoxy, -S0 2 d-C 8 alkyl S0 2 C r C R 
alkylaryl -S0 2 C<-C R alkylheterocyulic, aryl -C,-C 8 alkylaryl cycloalkyl -Ci-C G 
alkylcycloalkyl -(CH2)nC(0)R 8 , .(CH2)mC(0)NRV, and -(CH z ) m MS0 2 R 8 ; wherein each 
of the alkyl alkenyl and aryl groups are optionally substituted with one to five groups 
independently selected from Ci-C 8 alkyl, C 2 -C B alkenyl, aryl and C,-C 8 alkylaryl; and 
wherein R 6 * and R 7 ' may independently combine together, and with the nitrogen atom to 
which they are attached or with 1, or 2 atoms adjacent to the nitrogen atom to form a 4, 5, 
6, or 7-membered nitrogen containing heterocyeje which nitrogen containing heterocycle 
may further have substituents selected from the group consisting of Ci-C 8 alkyl QrCs 
alkenyl C 2 -C 8 alkynyl phenyl -C,-C* alkylaryl -C(0)C r C B alkyl -CO(0)Ci-C 8 alkyl 
hydroxy, -Ci-C 8 alkoxy, halo, and baloalkyl; 

R 8 is hydrogen, Ci-C 8 alkyl, C2-C5 alkenyl C|-C B alkylaryl, -C(0)Ci-Cs alkyl, or - 
C(0)OCi-C B alkyl; wherein n is 0, 1, 2, 3 or 4 and wherein m is 1, 2 or 3; 
or a pharmaceutical^ acceptable salt, solvate, enantiomer, racemate, diastereorners or 
mixtures thereof. 

The present invention also provides a pharmaceutical formulation comprising a 
compound of formula I or II in association with a carrier, diluent and/or excipient 

The present invention also relates to a method for the treatment and/or 
prophylaxis of obesity and Related Diseases including eating disorders (bulimia, anorexia 
nervosa, etc.), diabetes, diabetic complications, diabetic retinopathy, sexual/reproductive 
disorders, depression related to obesity, anxiety related to obesity, epileptic seizure, 
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hypertension, cerebral hemorrhage, congestive heart failure, sleeping disorders, 
atherosclerosis, , stroke, hyperUpidemia, hyperglycemia, hyperglycemia, 
hyperlipoproteinenua, substance abuse, drug overdose, compulsive behavior disorders 
(such as paw licking in dog), and addictive behaviors such as for example, gambling, and 
alcoholism, comprising administering a therapeutically effective amount of a compound 
of formula I. ot formula n or a pharmaceutieally acceptable salt, solvate, enantiomer, 
racemaie, diastereomer or mixture of diastereomers thereof. 

The present invention provides a compound of formula CO or (H) useful for the 

manufacture of a medicament for the treatment, prevention and/or ameUoration of 

symptoms associated with obesity and Related Diseases. 
" In another embodiment, the present invention provides a compound of formula I 

or n or aphannaceutically acceptable salt, solvate, enantiomer, racemate, diastereomer 01 

mixtures thereof, useful as an appetite suppressant 

In another embodiment, the present invention provides a method of aohieving 

weight loss while maintaining or minimizing the loss of lean muscle mass, comprising 

adininistering a compound of formula I or II or a pharmaceutical^ acceptable salt, 

solvate, enantiomer, racemaie, diastereomer qt mixtures thereof, to a patient in need 

•thereof. 
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We claim: 



1 . A compound of formula Q) 



fc- f!*S. x^V^nrV 



N (CRW), r. - A, "f • II 



wherein 

each ofXi, X 2 , X 3 , Xa, X 5 , X 6 , X 7 , X s , X 9 andX I0 is C, CH, orN; provided that each of 
rings A or B has no more than 2 nitrogen atoms; 
Eis CLorNH; 
vis 1,2, or 3; 

R l and R z are independently selected from hydrogen, Ci-C 8 alkyl, C z -Cs alkenyl, C 2 -C 8 
alkynyl, aryl, C 3 -C 8 cycloalkyl, -Q-Cio alkylaryl, heterocyclyl, -Ci-C J0 alkymeterocyclic, 
-arylheterocyclyl, -C 3 -C 8 cycloalkymeterocyclyl, -C a -C 8 alkylC(0)C 2 -C 8 alkyl, aryl 
C(0)Ci-C 8 alkyl-, C 3 -C 8 cycloalkylC(0)(CH 2 )„-, -Q-Cg alkylC(0)heterocyclic, -Ci'^Cs 
aIkyiC(C0aryl, aiyloxyC,-Cg alkyl-, benzhydryl, fused bicyclic, Cj-Cg alkylfusedhicyclic, 
phenyIC(0)-, phenylC(0) Q-Cg alkyl-, Cj-Cg alkoxyCj-Cg alkyl-,-CO(0)Cj-Cgalkyl, - 
S0 2 Ci-C s alkyl, -SOzd-do alkylaryl, -S0 2 C,-C 8 alkylheterocychc, -Cj,-C 8 
alkylcycloalkyl, -(CH 2 ) a C(0)OR 8 , -(CH^C^NR'R 8 , and -(CH^^NSOiR 8 ; wherein 
each of the alkyl, alkenyl, cycloalkyl, heterocyclic, and aryl groups are optionally 
substituted with one to five groups independently selected from halo, Ci-C 8 haloalkyl, Cj- 
Cs thioalfcyl, Q-Cg alkyl, C 2 -Cg alkenyl, aiyl, -C,-C 8 alkylaryl, -C(0;C,rCg alkyl, - 
S0 2 Cj-C g alkyl, -S0 2 C]-C 8 alkylaryl, -S0 2 C,-C8 alkylheterocyclic, -Cj-Cg 
alkylcycloalkyl, -(CH2) n C(0)OR 8 , -(CH^C^R 8 ; and WhereinR 1 andR 2 may optionally 
combine with each other, or with 1, or 2 atoms adjacent to the nitrogen atom to form a 4, 
5, 6, or 7-membered nitrogen-containing heterocycle which nitrogen -containing 
heterocycle may further have substituents selected from the group consisting of amino, 
Cj-Cg alkyl, C 2 -C 8 alkenyl, C 2 -C„ alkynyl, aryl, C,-C 8 alkylaryl, -C(0)C r C 8 alkyl, - 
CO(0)Ci-Cg alkyl, halo, oxo, Ci-Q haloalkyl; and wherein R 1 and R 2 may independently 
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attach to the A ring to form a 4, 5, 6, or 7-roember nitrogen-containing bicyclic 
heterocycle which, mlrogen-containing bicyclic heterocycle may further have substituents 
selected from the group consisting of oxo, amino, -d-C 8 alkyl, -C 2 -C 8 alkenyl, -C 2 -C s 
alkynyL aryl, -C,-C g alkylaryl, -C(0)Ci-C 8 alkyl, -CO(0)Ci-Cs alfcyl, halo, and d-C 8 
haloalkyl; 

and wherein R 1 and R 2 axe not simultaneously hydrogen; and provided that when one of 
R 1 and R 2 . is hydrogen the other is not Ci-C 8 alfcyl; and provided that the group NR^ 2 is 
not -NHCEfePh; and further provided that when one of R 1 or R 2 is -CI^CHfe-optionally 
substituted phenyl or -CHbCrfc-optionaliy substituted naphuiyl, or -CHzCHb-optionally 
substituted 5 or 6 member monocyclic heterocyclic aromatic, and vis 1, men R 6 and R 7 
are not simultaneously hydrogen; 

3 3* 

R and R are each independently selected from hydrogen, C,-C B alfcyl, C 2 -C 8 alfcenyl, 
C 2 -C 8 alkynyl, aryl, -Cj-Cg alkylcycloalkyl, and -Q-Ca alkylaryl; 
R 4 and R 3 are each independently selected from hydrogen, C t -C s alkyl, C 2 -C 8 alkeoayl, - 
Cz-Cg alkynyl, -Ci-C 8 alfcoxyalkyl, Ci-C 8 thio alkyl, halo, C r Cg haloalkyi, -Q-Cg 
alkoxyhaloalkyl, aryl, -Cj-Cg alkylaryl, -C(0)CrCg alfcyl, or -C(0)OCi-Cg alfcyl, -Q-Cg 
alkylamino, -Ci-C s alkylcycloalkyl, -(CH 2 ) m C(0)Ci-C8 alfcyl, and (CH^JSTR^ 8 , wherein 
each R 4 or R 5 is attached to its respective ring only at carbon atoms, and wherein y is 0, 1, 
2, or 3; and wherein z is 0, 1, 2, or 3; 

R 6 and R 7 are each independently selected from hydrogen, Ci-C 8 alkyl, C 2 -C 8 alkenyl, C 2 - 
C 8 alkynyl, -C(0)Cj-C 8 alkyl, hydroxy, C,-C 8 alkoxy, -S0 2 Q-C B alkyl, SC^d-Cg 
alkylaryl, -S0 2 C,-C 8 aJkylheterocyckc, aryl, -Cj-C 8 alkylaryl, C 3 -C 7 cycloalkyl, -Ci-C 6 
alkylcycloalkyl, -(CH2) n C(0)R s , -(CH 2 ) ni C(0)NR 8 R 8 , and -CCH 2 ) ni NS0 2 R 8 ; wherein each 
of the alkyl, alkenyl, and aryl groups are optionally substituted -with one to five groups 
independently selected from Q-Cs alkyl, C 2 -C 8 alkenyl, aryl, and Q-Cg alkylaryl; and 
wherein R 6 and R 7 may independently combine with each other, and with ihe nitrogen 
atom to which they are attached or with 1, or 2 atoms adjacent to the nitrogen atom to 
form a 4, 5, 6, or 7-membered nitrogen containing heterocycle which nitrogen^ontaming 
heterocycle may optionally have substituents selected from the group consisting of oxo, 
Cj-Cg alfcyl, C 2 -C 8 alkenyl, C 2 -C 8 alkynyl, aryl, -Cj-Cg alkylaryl, -C(0)Ci-C 8 alkyl, - 
CO(0)Ci-C 8 alkyl, hydroxy, Ci-Cg alkoxy, -C,-C 8 alkylamine, amino, halo, and 
haloalkyl; 
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R 8 is hydrogen, d-C s alkyl, C 2 -C 8 alkenyL Q-Cj alkylaiyi, -C(0)C,-C» alkyl, or - 

C(0)OC!-Cb alkyl; and wherein n is 0, 1, 2, 3 or 4 and m is 1 2, or 3; 

or a compound selected from the group consisting of: 

6 -[4-(3-Pentylamino-propyl)-phenoxy]-nicotiiiaiiu[de ;) 

644-(I-Metftyl-2-pentyiatnmo-e^ 

6^2-Melhyl.^-methyl-butylain^^ 

6-[2-Huoro^(3-methyl-b^ 

6-[2-Oiloro^-(3-methyl-hutylannno-niethyl>phenoxy]nicon^ 
6-[2-Ethoxy^(3<nethyMm1ylain^ 
6 -{4-[(3,3^Dniiethyl-butylann^^ 
6<4-Butylamincmiethyl-2-me^ 

6<2-Methyl^{[methyl-(3-me^ . 

• 3-nuoro^{2-methyM-[(3-methyl-butylatnino>methyl]-phenoxy}-b 
6-(4-Ally]amiuomethyl-phenoxy)-nicotirianiide, 
6-[4-((3,3-Dimethyl-bu^^ 

6-f4-((3-Methyl-butylamino)-methyl)-2,5-dimethylph^ 

6-[4KC3-Methyl-butylaniino)-methyl)-2-ethoxyphenoxy]nicotm 

^[4^(3,3-DimethyWjutylan^o ■ 

6-[4-(putylaniino-methy^ 

6-[4-((3-MethyM3urylammo)-m^ 

5-{4-[(3-MethyIbutylamiDo^ 

memyIbutylanirao)methyl]phenoxy}pyridine-2-caro 5-{2-Melh6xy-4-[(3-' 
methylbntylammo)methyl]phenoxy}pyridme-2-carooxamide, 

5-{2-Huoro-4-[(3-melhylbuty]ainino)roethyl]phenoxy}p 5-{2- 
Metbyl^[(3-methylbutylamino)methyl]phenoxy}pyrame-2-carbox 
5^-nuoro^-pCTtylamhiomelhylphenoxy)pyri<ira^e-2-caA 
5-{2-CbIoro^-[(3-methyIbutylain^ 

5- (2-CbJoro^(pe!ntylaiDjnomethyl)phenoxy)pyridm 
M2-Memox>4<(3-ra.ethy]buty^^ 

6- (Z-Meihoxy-4-pentylaininomethylp^ 
6-(4-Bntylamtooraemyl-2-methoxvpheno^ 
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6 - {^[(2-Ethylbutyla3nmio)nie Ayl]-2-melhoxyphenoxy}iiicotinamide, 

6^Hexylamiaoipetbyl-2-^^ 

6-{2-MethoxT^[(4-m^ 

{4-[(3-Methylbutyla^ 
5~{4-[(33-Dimethylbutylamino)methyl^ 

6-(4-Hexylaminomet^^^ methanesulfonate, 6-{4-[(2- 

EthylbutylamiBo)^ 

6-{4-[(3 7 34Mm(^ylbuty^ 

6-{2-Methoxy^-[(3-mef^ 

4-[5-(fcobutylan^^ 

4- { 5 -[(3 , 3 -Dimetfcyl-butyla -benzamide 

4-{5<(3-Methyl~buty^ 

4-{5-[(3,3-DImethyl-bu^ 

4^{5-[(3-MethyH3uty^ 

6-{2-C^oIoiu-4-[(3,3-dimet^ 

3-Bromo-4-(5-pentyiaminome^^ 

3-Bromo^{5-[(3,3-dimethy^ 

3- Metboxy-4-(5-pentyIainin^^ 
^{5-[(3,3-Dimethyl-butylaanino)-methyl]-p 

4- {2-MethyM-[(3-me^ 

4- {3-CMoro^[(3-methyl-^^ 4- {2-Ethoxy-^- 

[(3-methyl-butylamino)-methyl]-phCTioxy} -benzainide, 

{2-Methyl^[2-(3-methyI-buty^ -nicotinamide, 
6-{2-Methyl-4-[2-(3,3-dimethyl-butylam^ 
6- [2-Metbyl^(2-penty] arnino--ethyl)-phenoxy] -ni co tinami de 3 
6-{3-CMoro^[2-(3-methy^^ 
6-{3-OToro-4-[2-(3,3-dirn.ethyl-biitylaiim 
6-[3-CMoro-4-(2-pentylamin^^ 
6-{2,6-Difhioro^[2-(3-met^^ 
6- {4-[2-(3,3-Dimethyl-but^^ 
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6-[2,6-Dffluoro-4-(2-p<mtylamino^ 

M2-Mefcyl-4-[2-(3-metM^ 
6-{2-Methyl^[2^,3Mlim^ 

6-[2-Me^yl^(2-pentylanimo-et^).phenox y ]-nicotinaniide, 

6-[3-aUoro^2-pentylajDiao-^yl)-phenoxy]-iiicotiiiainid^ 

6-{2,6-Difluoro^-[2<3-methyl-b^ 

^4<2-(3>Dimeth>d-butyla^^ 
6<2,6-Difluoro-4-(2-pentylam^ 

6-[4-(ferf-butylaiDino methyl)-2-fluoro phenoxy] Bicotinonamide, 
6^4-EihyIaminomethyl-2-fluo^^ 

6-(2-Huoro^propylaminomethyl-phenoxy)-iiicoti I iaiiude ) 

6-(2-Eluoro-4-hexylaminomethyi-phenoxy)-iiicotinaOT 

6-[2-Huoio-4-(isobutylan^ 

6-[2-Fluoro^-0Bobutylainin(^methyl)-pWoxy]-nicotm 

2- Huoro-4-{4-[(3-methyl-butyla^ 

3- Methoxy^{4-[(3-methyl-bu^ 

2- Meihyl-4-{4-[(3-methyl-bulylam^^ 

3- Meth;y^{4-[(3-methyl-bu1ylai^ 
3-Huoio-4K4-[3-methylbutyl^ 
3-Fluoro-4-{4-[(3>DnnethyMm^ 

3-nuoro^(4-p^tylaiDraomethyl-ph^xy)-ben2ainide, 
3^-Difluoro^-{4-[3-roethyl-b^ 

3- Huoro^(4-{[methyH3-methyl-bU^ 
3,5-Muoro-4-(4-{[methyH3-methy^ 

4- {2-CMoro-4-[(3,3-dimethyl-b^^^ 
4-{2-CWoio-4-[(3-meniyl-butylam^^ 

4-(2-Oiloro^pentylai3ninomethyl-ph^oxy)-beaazaijxide, 
6-[4-(2-Me1hylanuno^th y ^ 

4-{4-[C3,3-Dimethyl-butylanuno)-^^ 

3-CMoio^(3-methoxy-4-pentyIaj^^^ 

3 -Bromo -4- {4-[(3 -roethyl-butylamino) -methyl] -phenoxy} -b enzamide, 
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3-Bromo^(3-pmtylaminome&yl-phcai07cy} -benzamide, 



6-(2,34Mfluoro-4-peatylaii^ 
6-{4-[(3>Dimethyl-bu1ylaicdno)-m 
6-{4-[(3,3-Dimetkyl-b^^ 
6-{2,6-Dmuoro^[(3~met^^ 

6-{2,3 P 6~Trifluoro^4(3^^^^ . 

6-{3H^2-Cyclohexyl-e^ 

6-[2-Isopropyl-3-(2-pentylam^ 

5- (2-Methoxy^-pentylan^ 

6- {2-Methoxy-4-[(3-me^ 
6-(2-Methoxy^propylamniomethylp^ 
6-[4-(Isobutylanii^ 

6- {4-[(2^45imetfcylpr^ 
5-{4-[(3 r 3-Dimetliy^^ 

5- {2-Fluoro^[(4-methylpentylainino)me^ 
5-{4-[(3 > 3-Dimethylbutylamino)methyl]^ 

5- {2-Fluoro-4- [(3-methyl-butylamiiio)-methyl]-phenoxy} -pyrazme-2-carboxamide, 

5-(2-nuoro^pentylanmiomethylphBnoxy)pj^azii).e^ 

5-(2-Fluoro^4iexylaminome^ 

6 ' {4-[(3,3-I)imethylbutylai!ibao)m 

5-{2-Methoxy-4-[(3-me^^ 

5-{2-Methoxy~4-[(4-methylpen^ 

5-{4-[(3,3-D*imethylbutylai^ 

(6- {4-[(3-MethyI-butylamino)-methyl]-phenoxy} -pyridiii-3-yl)-piperidjxi.-l-yl- 
methanone, 

N-Methyl-6- {4-[(3-methyl-butylamino)-methyl]-phenoxy} -nicotinamide, 

N-Ethyl-6- {4-[(3-methyl-btitylainino)~methyl] -phenoxy) -nicotinamide,, 

N-Isopropyl-6- {4-[(3-meibyl-butylamiiio)-methyl]-phenoxy} -nicotinamide, 

5-{4-[(4,4-Dimethylpen^ 

5-{4-[(3-Ethy]pentylar^ 

5-{4-[(4,4-Dimeliiylpentylai^ 

5-{4-[(3-Ethylpentylamino)mefo^ 
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5-{4-£a4-Dimeth3dp<^ 
and 

^4-[(3-Ewylpentylanmio)m^ 

or apharmaceutically acceptable salt, solvate, enantiomer, racemate, diastereomer or 
mixture of diastereomers thereof. 

2. A compound of fonnula lb 




wherein 



each X is independently C, CH, orN; provided that ring B has no more man 2 nitrogen 
atoms; 

vis 1,2, or 3; 

R 1 and R 2 are independently selected from hydrogen, C,-C 8 alkyl, C 2 -C„ alkenyl, C 2 -C s 
alkynyl, aryl, C 3 -C 8 cyploalkyl, -C r C, 0 alkylaryl, heterocyclyl, -C,-C 10 aUkylheterocyclic, 
-arylheterocyclyl, -C 3 -C 8 cycloalkylheterocyclyl, -Ci-C 8 alkylC(Q)Ci-C 8 alkyl, aryl 
C(0)C,-C 8 alkyl-, C 3 -C 8 cycloalkylC(O)(CIl0 n -, -Q-C 8 alkylC(0)heterocyclic, -C.-C* 
alkylC(0)aryl, aryloxyCi-Cg alkyl-, benzhydryl, fused bieyclic, C,-C 8 alkylmsed bicyclic, 
phenylC(OKphenylC(0) d-C 8 alkyl-, C,-C 8 alkoxyCj-Q alkyl-rCO^C^Csalkyi, - 
S0 2 C,-C 8 alkyl, -SO 2 C,-C| 0 alkylaryl, -SO z C,-C 8 alkylheterocyclic, -Cj-Q 
alkylcycloalkyl, -(CH^nC^OR 8 , -(CH^C^NR^ 8 , and -(CH^SC^R*; wherein 
each of the alkyl, alkenyl, cycloalkyl, heterocyclic, and aryl groups are optionally 
substituted with one to five groups independently selected from halo, Cj-C 8 haloalkyl, C r 
C 8 thioalkyl, C,-C 8 alkyl, C 2 -C 8 alkenyl, aryl, -C x -C 8 alkyiaiyl, -C(0)Cj-C 8 alkyl, - 
S0 2 C,-C 8 alkyl, -S0 2 C,rC 8 alkylaryl, -S0 2 Cj-C 8 alkylheterocyclic, -C,-C 8 
alkylcycloalkyl, -(CH^CCOJOR 8 , -(CH^C^R 8 ; and wherein R' apd R z may optionally 
combine with each other, or with 1, or 2 atoms adjacent to the nitrogen atom, to form a 4, • 
5, 6, or 7-membered nitrogen-containing heterocycle which nitrogen -containing 
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heterocycle may further have substituents selected from the group consisting of amino, 
Cj-Cg alkyl, C2-C a aDrenyl, C 2 -C 8 alkynyl, aryl, Q-C 8 alkylaryl, -C(0)C,-C 8 ajkyl, - 
CO(0)C,-C 8 alkyl, halo, 0X0, Q-C* haloalkyl; and wherein R 1 and R a may independently 
attach to the A ring to form a 4, 5, 6, or 7-member nitroge^containing bicychc 
heterocycle which nitrogen^ntainmg bicyclic heterocycle may further have substituents 
selected from the group consisting of oxo, amino, -d-Q alkyl, -CVQ alkenyl. -C 2 -C 8 
alkynyl, aryl, -Ci-Cg alkylaryl, -C(0)C;,-C 8 alkyl, -CO(0)C r -C 8 alkyl, halo, and d-C 8 
haloalkyl; 

and wherein R 1 andR 2 are not simultaneously hydrogen; and provided that when one of 
R 1 and R 2 is hydrogen the other is not C r C 8 alkyl; and provided that the group NR^* is 
not-NHCH^h; and turther provided that when one of R 1 orR 2 is -(^CHz-optionally 
substitutedphenyl or -CH 2 CH 2 -optionally substituted naphthyl, or -CH 2 CH 2 -oprionally 
substituted 5 or 6 member monocyclic heterocyclic aromatic, and v is 1, thenR 6 and R 7 
are not simultaneously hydrogen; 

R 3 and R 3 ' axe each independently selected from hydrogen, C,-C 8 alkyl, C^Q alkenyl, 
C 2 -C 8 alkynyl, aryl, -Cj-C, alkylcycloalkyl. and -Ci-C 8 alkylaryl; 
R 4 and R 5 are each independently selected from hydrogen, C,-C 8 alkyl, C 2 -C, alkenyl, - 
Cz-Cs alkynyl, -C,-C 8 alkoxyalkyl, C r C 8 ihioalkyl, halo, Ci-C 8 haloalkyl, -Ci-C 8 
aflcoxyhaloalkyL aryl, -C,-C 8 alkylaryl, -C(0)C,-C 8 alkyl, or -C(0)OC r C 8 alkyl, -C,-C 8 
alkylamino, -C r C 8 alkylcycloalkyl, -(CH^C^d-Cs alkyl, and (CH 2 )oNR^R B , wherein 
each R 4 or R 5 is attached to its respective ring only at carbon atoms, and wherein y is 0, 1, 
2, or 3; and whereiu z is 0 S 1, 2, or 3; 

R and R are each independently selected from hydrogen, C, -C 8 alkyl, Ca-C 8 alkenyl, C 2 - 
C 8 alkynyl, -C(0)Ci-C 8 alkyl, hydroxy, Cj-Cg alkoxy, -S0 2 C,-C 8 alkyl, S0 2 C,-C 8 
alkylaryl, -S0 2 C r C 8 alkylheterocychc, aryl, -d-C 8 alkylaryl, C 3 -C 7 cycloalkyl, -C, -C 6 
alkylcycloalkyl, -(CH^C^R 8 , -(CH^C^NR^ 8 , and -(CH^SCrf; wherein each 
of die alkyl, alkenyl, and aryl groups are optionally substituted with one to five groups 
independently selected from C,-C 8 alkyl, Q-Cg alkenyl, aryl, and C t -C 8 alkylaryl; and 
wherein R 6 and R 7 may independently combine with each other, and with the nitrogen 
atom to which they are attached or with 1, or 2 atoms.adjacent to the nitrogen atom to 
form a 4, 5, 6, or 7-merobered nitrogen containing heterocycle which nitrogen-containing 
heterocycle may optionally have substituents selected from, the group consisting of oxo, 
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C,-C 8 alkyi; C^C 9 alkenyl; C 2 -C 8 alkynyl, aiyl, -d-Q, alkylaryl, -C^Cj-Cg alkyi, - 
CO(0)Ci-Cs alkyi, hydroxy, C X -C B alfcoxy, -C,-C 8 alkylamine, amino, halo, and 
haloalkyij 

R 8 is hydrogen, C^C« alkyi, C 2 -C 8 alkenyl, Ci-C 8 alfcylaryl, -C(0)d-C 8 alkyi, or - 
C(0)OCi-Cs alkyi; and wherein n is 0, 1 „ 2, 3 or 4 and vx is 1, 2, or 3; 
or a compound selected from the group consisting of: 

6-[4^3-Pentylamino-propyl)-phenoxy]-nicotinamide, 

6-[4-(l-Methyl-2-pentylsnimc-e 

6-[2-Methyl^(3-methyl^ 

6-p-Huoro^(3-methyl-butylam^ 

H?-CMoro^(3-me1hyl-butylam 

6-[2-Ethoxy^(3-methyMmtylani^ 

6-{4-[(3,3-Din\emyl-butylanimo)HDDeaiyl]-2-meihyl-ph 
6-(4-Burylammomethyl-2-met^ 

6<2-Methyl^-{[methyl-(3-me m yl-hu^4)-ainmo].me^ 

3-nucaro-4-{2-meth3^[(3-methyl-butylannno)-raethyl]-phenoxy}-b 

6-(4-AUylaniinoroei±iy].-phenoxy)-m 

6 -[4K(3,3-Dnnethyl-butyIau^ 

6-[4-((3-Methyl-burylammo)-mefhyl>2,5-dimethylphenc^]nico 

6-[4-((3-Memyl-butylaniino)-^^ 

6 "[^((3,3-Dimethyi4mlylammo 

6-[4-(Butylammo-niethyl)-2-emoxyphenoxy]nicotin^ 

6-[4-((3-Methyl-butylammo)-methyl)^2,5-dimethylphen^ 

5- {4-[<3-MetoyIbutylamino)m^ {2-Methyl-4-[(3- 

methylburylammo)metb.yl]phenoxy}pyrichne-2-carboxan^ 

methylbntylahnno)methyl]phenoxy}pyridine-2-carboxam 

5-{2-Fluoro^[(3-methyIbutyiamino)m^ 5- {2- 

Methyl^[(3-methyibutylanuno)m^ 

5<2-Huoro-4-pentylaminomerthylph^ 

S-{2-CMoro^-[(?-methylbur^ 

5<2-CMoro^(pentylaminome1hyl^ 
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M2-Metiioxy^[(3-me1byIbu^^ 

6<2-Mefhoxy^-pf^iylan^ 

6<4-ButylaminomethyW^^ 

6-{4-[(2-Etliylbutylainmo)methyl]-2.metho^henox 
6<4-Hi»ylaininomethyl-2^ 

6-{2-Methoxy^[(4-mei]iylpOTtylamino)methyl]phenoxT}m 
M4<(3,3-Dimethylbutyla^ 

{4-[(3-Me&yIbulylainmo)m^^ 

5^4-[(3^-Dimetfaylbiilylai^^ 

6<4-HexylanOT.omethyl-2-mEthoxyphei l oxy)nicotiiiaiiude methanesulfonate, 6-{4-[(2- 
Etbylbu!ylamino)metfcy^ 

6-{4-[(3,3-Dimethylbiityla^^ ■ 

^-Melhoxy^-KS-metbylbutyla!^^ 

^2-Choloro^-[(3>dimeliyIbu^^ 

4-{2-Me&yl^[<3- m eibyl-^ 

4-{3-CMoiD-4-[(3-metbyl-butylMi 1 ino)-methyl].phenoxy}-ben2am 
K3<nethyl-bulylanuno)-m^ 

6-{2-Methyl^r2-(3-methyI-birtylamino)-ethyl]-phenoxy}-m^ 
6-{2-Methyl^[2<3,3-dimeljhyl-butyiamino).etbyl^ 
6-[2-MetbyI^(2-pOTtylammo-eft^^^ 
^3-CMoro^£2^3-methyl-butylam^ 

6-{3-CbJoro^[2^3,3^elbyl.bulylamino)- e thyl]-phenoxy}-^ 
6-[3-Chloro^(2-pentyIamino-elhyl>ph^oxyJ-iiiTOtinamide, 
«-{2.e-Mfluo ro ^[2-(3-mefeyl-bulylaniino>etliyU 
6-{4-[2<3,3-Dimeftyl-butyl^ 

6-[2,6-Dmudro^-p e ntylamino-etbyl>phTOoxy]-nicotmaniide, 
6-{2-Methyl-4-[2-(3-melhyl^utylanmio)-eihyl]-ph en o X y}.m C o 

6-{2-MethyM-[2-(3^-dimethyl-butylaiiiin.o)- e thyl]-^ 
^P-Melhyl^-(2-pOTtylamino-e^ 

6-[3-Cmoro^(2-pentylamino-ethyl)-pheBaxy]-nicotiiiamide, 
M2>6-Difluoro^2-(3 : methyl^ 
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6- {4-[2^3,3-Dimethyl^ 
6-[2,6-Difluoro-4-(^ 

6-[4-(^-butyIamiuo methyl>2-flw>ro phenoxy] nicotinonamide, 

6-(4-Ethylaminometh^^^ 

6~(2-Huoro^prop>1aininome^ 

6-(2-Fluoro^-hexylain^ 

6-[2-Huoro^-(:bobutylan^ 

6-[2-nuoro^(^obu1ylsi^ 

2- Fluoro^-{4-[($-mefr^^ 

3- Methoxy-4-{4-[(3Hmeto^^ 

2- Meihyl-4- {4-[(3-methyl-butyl^^ 

3- Methyl^{4-[(3-methyl-butylarDin 
3-Fluoio^{4-[3-methylbutylaniino).methyl]pheno 
3-Ruoio^-{4-[(3,3-Dimethyl^^ 
3-fluoro^-(4-pentylamm^^ 
3 9 5-Difluoro^-{4-[3-me^^ 

3 - Huoro^(^ {[methyl-^ 
3 5 5-Difluoro^-(4-{[melh^^ 

4- {2-Chloro T 4-[(3,3-di^^ 
4- {2-CHOTi>4-[(3-mi^^ 
4^2-Chloro-4-pentylarmnomelh 
644-(2-Metiiylamino-ethyI)-phefaoxy]-iM 

{4-[(3.3-DHnethyl^^^ 
3-(^oro-4-(3-methoxy-4-pen^ 

3-Bromo-4- {4-[(3-me1iyl-butylaniino)-methyl>phenoxy} -benzamide, 
3-Bromo-4-(3-pentylaixuxioinetihyl*phenoxy} -benzamide, 
6-(2,3 -Difluoro^-peutylajninometb^ 

6- {4-[(3,3-Dimethyl-biitylainmo)-melby -rticotinacmide, 
6- {4-[(3,3-Dia3.ethyI-butylaiiim -nicotinamide, 
6- {2,6-Diflubro-4-[(3 -methyl-butylammo)^^ 
6-{23,6-Trifluoro-4-[(3-mefhy^ 
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MHC^lohexyl-efcyla^^ 

6-[2-Ieopropyl-3.(2-p£OTtyla^ 

^-Metooxy^pentylain^^^ 

6 -{2-Methoxy-H(3-me^^ 

6-(2-Methox"y^-propylai^ 

H^-Osoburyla^ometliy^ 

S-{44(2,2-Dim e thylpropyl^ 

5-{4-[(3,3-DimethylbutyIa^ 

5-{2-Fluo ro ^[(3- m efhyl-bulylamino)- me thylJ^l 1 eno X y}-p 
5K2-Huoro^-pentylamincmae1h^^^ 

5-(2-Huoio.4-hexylaminomethylphenoxy)pyrazine-2-caibo 
M4<(3>DimetMbutyla^o) ra ^^ 

5-{2-MethQxy-4-[(3-melM^^ 

5-{2-Metfaoxy^[(4-methylp e ntylaraino) me thyl]pheooxy>py^ 
M4^3-Dimethylbutylanu^ 

(6-{4-[(3-Methyl-butyla^o)-methyl]-phen.oxy}-pyridin-3-yl)-pi^ 
methanone, 

N-Methyl-6-{4-K3-meiby^ 

N-Etkyl-6-{4^(3-melfcyl-butylan^^ 

N-Isopiopyl-6-{4-[(3-:raell^ 

5-{4-[(4,4-DTOefiylpOTlylaniino)metbyl]-2-fluoit T heiioxy}^ 

5 -{4-[(3-Efrylpentylaxnino)m^ 

5- {4-[(4,4-Dimetiiylpeiityla^ 

M4-[(3-Elhylpen1ylamino)methy^ 

M4-[(4,4-Dimethyfcenrylanu^^^ 

and 

5-{4-[(3-Elhy]penfylanuno)methyl]-2-meinoxyphehoxy}py^ 

or aphannaceuticatty acceptable salt, solvate, enanti.om.er, raceroate, diastereomer oi 
mixture of diastereomers thereof. 
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3. The compound according to claim 1 or 2wherein the A-ring is selected 
from the group consisting of phenyl, pyridine, pyrimidine, pyrazine, and pyridazine. 

4. " A compound according to Claim 1 or 2wherein the B-ring is selected from 
the group consisting of phenyl, pyridine, pyrimidine, pyraziae, and pyridazine. . 

5. A compound according to Claim 1 or 2wherein the A-ring is phenyl and 
the B ring is pyxidinyL 

6. A compound according to Claim I or 2 wherein the A ring is phenyl and 
the B ring is pyrazinyL 

7. A compound according to Claim 1 or 2 wherein the A-ring is pyridinyi 
and the B-ring is phenyl. 

S. A compound according to Claim 1 or 2 wherein both lings A and B are 
pyridinyi. 

9. A compound according to Claim 1 or 2 wherein both rings A and B are 
phenyl. 

10. * A compound according to any one of Claims 1 wherein E is an. oxygen 
atom. 

11. A compound according to Claim 1 wherein y is 0, 1, or 2. and R 4 is 
independently selected from the group consisting of hydrogen, fluoro, chloro, 
bromo, methoxy, ethoxy, methyl, ethyl, isopropyl, trifluoromethyl, 
trifluoromethoxy, phenyl, and benzyl. 
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12. A compound according to Claim 1 wherein z is 0, 1 , or 2, and R 5 is 
independently selected fiom the group consisting of hydrogen, fluoro, chloro, 
bromo, methoxy, ethoxy, methyl, ethyl, isopropyi, trifluoromethyl, 
trifluoromethbxy, phenyl, and benzyl. 

13. A compound according to Claim 1 or 2 wherein R 1 and R 2 are each 
independently selected from the group consisting of hydrogen, methyl, ethyl, 
propyl,' isopropyi, phenyl, 





and wherein n is 1, 2, or 3. 

14. The compound according to any one of Claims 1 to 13 wherein R 6 and R 7 
are each independently selected from the group consisting of hydrogen, methyl, 
ethyl, propyL isopropyi, phenyl, provided that when one of R 1 or R 2 is -CH 2 CH 2 - 
optionally substituted phenyl or -CH 2 CH 2 -optionally substituted naphthyl, or - 
CH 2 OEfc-optionally substituted 5 or 6 member monocyclic heterocyclic aromatic, 
and v is 1 , then R 6 and R 7 are not simultaneously hydrogen. 



Empf.zeit:27/09/2004 18:41 




sMWMWgs- 1 L,LLT ftWU UU l-ax:31/-2//-bb34 Sep 27 2004 11 :48 P. 39^^^M 



X-15876 PCT REPLACEMENT CLAIMS 

541 

15. A compound according to Claim 1 wherein E is an oxygen, atom, R 6 and 
R 7 are each hydrogen wherein R 1 and R 2 are not simultaneously hydrogen; and 
provided that when one of R 1 and R 2 is hydrogen theother is not C r C 6 alkyl; and 
provided that the group -N^R 2 is not -NHCH 2 Phenyl; and further provided that 
when one bFR 1 or R 2 is -CH 2 CH2-optionally substituted phenyl or -CHfeCEfe- 

. optionally substituted naphthyl, or -CH 2 CH 2 -optLonaUy substituted 5 or 6 member 
monocyclic heterocyclic aromatic, v is not equal to 1. 

16. A compound according to any one of Claims 1 to 13 wherein v is 1 or 2. 

17. A compound according to any one of Claims 1 to 13whezein v is ll 

18. A compound according to any one of Claims 1 to 13 wherein v is 2, m is 
l,nis l,yis0orl andzis Oor 1. 

19. A compound selected from the group consisting of: 

6- {4-[(3 -Methyl-butylamin.o)-methyl]-phenoxy} -nicotinamide 




r 



5- {2-Fluoro-4-[(3 r methyl-butylamino) -methyl] ^-phenoxy } -pyrazixi e-2- 
caxboxamide 




F 

5-(2-Meftoxy-4-pentylammometo^^ 
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9 

nicotinamide 




6-(2,3-DifluoK>^peiitylaininomewhyl-phenoxy)-nicotmam 
H a c^ 



5 W[ 2 -(4-R™ro-pheiiyl)-^ 
2-carboxamide 




5-{4-[(4^-Dimethyl-pentylan^ 
cafboxanride 




5-(2-Methoxy-4-{£2<tetraJiydr^ 
pyrazine-2-cari)oxami.de 
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q 

nh 2 



5-{4-[(3,3-Dimetbyl-bi^ 
carboxamide 

PH. O 



5-(2-HTiOTo^{[2-(tetrahydro-^ 
pyiazin.e-2-caiboxamide 



6-{2-Methyl^[(3-methy^ 
methanesulfonic acid salt 




3 o . 



5-(2-MethyM-{[2-£^ 
pyrazine-2-caiboxamide 



CH 3 
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nicotinamide 



M2-Fluoro-4-pentylaiDin^^ 



3-ChI6ro^^4-[(3 > 3-dmethyl-butylainino)-methyl]-ph™oxy>-b^ 



H 3 c 



a 



6 -( 4 -<[2-(Te1iahydro-pyTan^^ 



6-{4-[2-(3 ? 3-Dimelhyl-butylaxnin.o)-eiayl]-2 > 6-difluoio-pn^^ 
6^{2-CWoro^-|X3-methyl-bulyla I iiiiio)-methyl]-phenoxy>-iii 




C! 
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3,5-Difluo ro ^{4-K3- me thyl-b^^ 



CH 3 



6-{2,3,6-Trifluoro^[(3-meayl-butylamino)-m^yl]-phenoxT}-nico 




6-{2,6-Difluoro-4-[(3-me1fayl^^ 




3-Fluor6^{4-[(3-metliyH>^^ 



and a pharmacentically acceptable salt, or solvate thereof 



20. The compound 6-{4-[(3-Methyl-butylamino)-methyl]-phenoKy}^ 
nicotinamide 



9 H 3 



or a pharmaceutically acceptable salt, or solvate thereof. 
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21. The hydrochloric acid salt of the compound 6.{4-[(3-Methyl-butylamiuo)- 
methyl]-pheno7ty} -nicotinamide 

CH S 

W .HCI 




22. The compound 5-(4-{[2^4-Fluoro-ph^ 
inethoxy-phenoj^)wpyrazine-2-carboxaiQide 

' °-CH, 

or a phannaceutically acceptable salt, or solvate thereof. 

23. The compound 5-(2-Methoxy^pentyl^^ 
caiboxylic acid amide 



H 



or a pharmaceutical^ acceptable salt, or solvate thereof. 

24. The compound 5<2-Methoxy~4-{[2-(^^ 
methyl) -phenoxy)-p>TaziBe'2-carboxamide 



o 

NKL 
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or a pharmaceutically acceptable salt, or solvate thereof. ' 

25. The compound 6H2-Huoro^-{[2-(tetrahydro^^^ 
memyl}-phenoxy)-nicotmaini<ie; memanesulfonic acid salt 



26. A compound according to any one of Claims 1 to 18 wherein the 
pnannaceutically acceptable salt is the hydrochloric acid salt, the methanesulfonic 
acid sah; hydrobromide salt, the bisulfete salt or tartaric acid salt. 

27. A pharmaceutical composition comprising a therapeutically effective 
amount of a compound according to any one of Claims 1 to 24 in association with 
a carrier, diluent and/or excipient 

28. A method for blocking a mu, kappa, delta or receptor combination 
(heterodimer) thereof in mammals comprising administering to a mamma] 
requiring blocking of a mu, kappa, delta or receptor combination (beteredimer) 
thereof, a receptor blocking dose of a compound according to any one of Claims 1 
to 25, or a pharmaceutically acceptable salt, enantiomer, racemate, mixture of 
diastereomers, or solvate thereof. 

29. A method of treating or preventing obesity and Related Diseases 
comprising administering a therapeutically effective amount of a compound of 
formula II wherein formula n is represented by the structure 




o 
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R \— < C R 3a R 3b ) v — tfT*** X^C^V^ ^ NR ° R 





(TO 



wherein 



each of X r , X 2 -, X 3 ., X*-, X 5 ., Xg., X r , X 8 ., X 9 . and Xjo- is C, CH, orN; provided 
that each of rings A' or B' has no more than 2 nitrogen atoms; 
E'isOorNH; 
visO, l,2or3; 

R r and R 2 ' are independently selected from hydrogen, Cj-C s alkyl, C 2 -C 8 alkenyl, 
C 2 -C 8 alkynyl, aryi, C 3 -C 8 cycloalkyl, -C,-C, 0 alfcyjaryl, heterocyclyl, -C,-C, 0 
alkylheterocyclic, -arylheterocyclyl, -C 3 -C 8 cycloalkymeterocyclyl, -Ci-C 8 
alkylC(0)C,-C 8 alkyl, aryl C(0)C,-C 8 alkyl-, C 3 -C 8 eycloalfcylC(0)(CH 2 ) n - f -c,- 
C 8 alkylC(0)heterocyclic, -Ci-C 8 alkylC(0)aryl, arylo X yC,-C 8 alkyl-, benzhydryl, 
fused bicyclic, C,-C 8 alkylfused bicyclic, phenylC(0)-, phenylC(0) C,-C8 alkyl-, 
CrCg-alkoxvCj-Cs altyl^^ 

alkylaryl, -SO z C,-Cb alkylheterocyclic, -Ci-C 8 alkylcycloalkyl, -(CH^CCOJOR 8 , 
-(CH2} n C(0)R 8 , -(CH^CCO^R 8 , and -(CH^SC^R 8 ; wherein each of the ' 
alkyl, alkenyL cycloalkyl, heterocyclic, and aryl groups are optionally substituted 
with one to five groups independently selected from halo, Cj-C 8 baloalkyl, C-Qj 
thioalkyl, C r C 8 alkyl, C 2 -C8 alkenyl, aryl, -C r C 8 alkylaryl, -C(0)Cj-C 8 alkyl, - 
CO(0)C|-C g alkyl, -S0 2 C,-C 8 alky], -SOzQ-Cj, alkylaryl, -SC^CrCa 
alkylheterocyclic, -d-C 8 aikylcycloalkyl, -(CH^C^OR 8 , -(CH2X,C(0)R 8 ; and 
wherein R 1 * and R 2 ' may optionally combine with each other, or with 1, or 2 
atoms adjacent to the nitrogen atom to form a 4, 5, 6, or 7-membered nitrogen- 
containing heterocycle which nitrogen -containing heterocycle may further have 
substituents selected from the group consisting of amino, Ci-C 8 alkyl, C 2 -C 8 
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aDcenyl. C2 -C 8 alkynyl, aryl, Cl -C 8 alkylaryL -0(0)0,-0* alkyL -CO(0)C r C 8 
alkyL halo, oxo, Cl -C 8 haldalkyl; and where* R r and R 2 ' may independently 
attach to the A' ring to form a 4, 5, 6, orV-member xatogcn-c^taining bicyclic 
heterocycle which nitrogen-ceding bicyclic heterocycle may further have 
substituents selected from the group consisting of oxo, amino, -Q-C* alkyL -Cj- 
C 8 alkenyl, -C 2 -C 8 a&ynyL aryl, -C,-C 8 alkylaryL -0(0)0^ alkyl, -CO(0)C r 
C 8 alkyl, halo, and C,-C 8 haloalkyl; provided that R 1 ' and R 2 ' are not 
simultaneously hydros- and provided that when vis 2, andR 3a andR 3 * are both 
hydrogen or CH 3 , and both A' andB' rings are phenyl then the group -NR r R 2 * is 
not -NHCHaPheuyl; and further provided that when one of R J ' or R 2 ' is -CH 2 CH 2 - 
optionally substituted phenyl or -CH 2 CH 2 -optionally substituted naphthyL or - ' 
CH^opnonaHy substituted 5 or 6 member monocyclic heterocyclic aromatic 
and v is 1, men R 6 ' and R r are not simultaneously hydrogem 
R 3a and R 3b are each independently selected from hydrogen, C,>C 5 alkyl, C 2 -C« 
alkenyL C 2 -Q alkynyL aryl, - Cl -C 8 alkylcycloalkyL aryl, and -C,-C 8 alkyiaryk 
R 4 arid R 5 ' are each independently selected from hydrogen, C,-C 8 alkyl, Cz-C, 
alkenyL -C 2 -Q alkynyl, -Q-Q alkoxyalkyl, Q-C 8 thioalkyt halo, C r C 8 • 
haloalkyl, -C.-Q alkoxyhaloalkyl, aryl, - Cl -C 8 alkylaryL -C(0)C,-C 8 alkyl, or- . 
C(0)OC x -Ca alkyL -C,-C 8 aJkylamino, - Cl -C 8 alkylcycloalkyL -(CH^C^C.-Cg 
alkyL and -(CH^NRV, wherein each R 4 ' and R 5 * is attached to its respective 
ring only at carbon atoms, and wherein y is 0, 1, 2, or 3; and wherein z is 0, 1 2 
or 3- 

R6 ' flDd R? " 316 e ^ch independently selected from hydrogen, C,-C 8 alkyL C 2 -C s 
aJkenyl, C 2 -Q alkynyl, -C(0) Cl -C 8 alkyl, hydroxy, Cl -C 8 alkoxy, -S0 2Cl -C 8 
alkyl, S0 2 C,-C 8 alkylaryl, -S0 2 C,-C 8 alkylheterocyclic, aryl, -C,-C 8 alkylaryl, 
C 3 -C 7 cycloalkyl, -C r C 6 alkylcycloalkyL -(CH 2 ) n C(0)R 8 , -(CH^C^NR^ 
and -(CH 2)l71 NS0 2 R 8 ; wherein each of the alkyL alkenyl, and aryl groups are 
optionally substituted with, one to five groups independently selected from Q-Q, 
alkyL C 2 -C 8 alkenyL aryl, and C.-Q alkylaryl; and wherein R 6 ' and R 7 * may 



' are 
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• independently combine together, and with Hie nitrogen atom to which they _ 
attached or with 1, or 2 atoms adjacent to the nitrogen atom to form a 4, 5, 6, or7- 
membered nitrogen containing heterocyde which nitrogen containing heterocycle 
may farmer have substituents selected from the group consisting of Cl -C 8 alky], 
C 2 -C 8 alKeny], C 2 -C 8 alkynyl, phenyl, -C,-C e alkylaryl, -C(0)C,-C 8 alkyl, - 
CO(0)C 1 -C 8 alkyl, hydroxy, -Cj-C 8 alkoxy, halo, and haloalkyl; 
R 8 is hydrogen, C.-C, alkyl, C 2 -C 8 alkenyl, Cl -C 8 alkylaryl, -C(0)C,^ alkyl, or 
-C(0)OC,-C 8 alkyl; wherein n is 0, 1, 2, 3 or 4 and whereinm is 1, 2 or 3; 
or apharmaceutically acceptable salt, solvate, enantiomer, racemate, 
diastereomers or mixtures thereof. 

30. A method according to Claim 29 wherein the Related Diseases is selected 
from the group consisting of diabetes, diabetic complications, diabetic 
retinopathy, atherosclerosis, hyperhpidemia, hypertfglycemia, hyperglycemia,, 
and hyperlipoproteinemia. 

31. A method of treating and/or preventing diseases related to obesity 
including irritable bowel s>*drome, nausea, vomiting, obesity-related depression, 
obesity-related anxiety, smoking and alcohol addiction, sexual dysfunction, 
substance abuse, drug overdose, addictive behavior disorders, compulsive 
behaviors and stroke, comprising administering a therapeutically effective amount 
of a compound of formula 1 or DL 

32; Use of a compound according to any one of Qaims 1 to 24 or a compound 
of formula H according to Claim 29 in the manufacture of a medicament for the 
treatment and/or amelioration of the symptoms associated with obesity and 
Related Diseases. 
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33. A method of treating and/or preventing obesity and Related Diseases 
comprising administering a therapeutically effective amount of a compound of 
formula I or H to a patient in need thereof 

34. A method of suppressing appetite in apatient in need thereof, comprising 
administering a therapeutically effective amount of a compound of formula I or H. 

35. A method of effecting weight loss in an obese patient comprising 
adrmnistering an effective amount of a compound of formula I or formula II or 
pharmaceutical^ acceptable salt, solvate, racemate or enantiomer thereof. 

36. Use of a compound according to Claim 19 for foe treatment of obesity 
comprising administering an effective dose of said compound to a person in need 
thereof. 

37. Use of a compound according to Claim 19 for foe treatment of weight loss 
comprising administering an effective dose of said compound to a person in need 
thereof. 

38. Use of a compound according to Claim 20 or 21 or 22 or 23 or 24 or 25 
for foe treatment of obesity comprising administering an effective dose of said 
compound to a person in need thereof. 



39. A pharmaceutical composition for foe treatment and/or amelioration of foe 
symptoms associated with obesity and Related Diseases, containing as an active 
ingredient a compound according to any one of Claims 1 to 25 or a compound of 
formula II according to Claim 29. 
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40. A piannaceatical composition for the treatment and/or amelioration of the 
symptoms associated with obesity and Related Diseases, containing as an active 
ingredient a compound selected from the group consisting of: 

6-{4-[2^en^l-phenemyl-arnmo)-emyl]-phenoxy>-nicou^ 

K4-{2:|Ben^l-(3-phenyl-^ 

6K4-[2^enzyl-hexyl-*m^^^ 

^{^PKBenzyl-hepryl-anuno> 

6 "(M2-[Benzyl-(5-memyl-hexyl)-am^^ 

6-[4-(2-{Ben^l.[2K3-cmoro-phenyl>emyl].anmio}.emyy 
nicotinamide, 

6H4-{2-rBenzyl-(3-c>^l^ 

6-(4-{2^rBenzyl-(3-o-tolyl.^^ 

H4-{2-[Benzyl-(3-thiophen-2-y^^ 

6-{4-p^ e nzyl-pentyl-animo)-emyl]-phenoxy}-mcotinarmd^ 
6-(4-{2-[Ben^l-(3-cyclopentyl^^ 

6-f4-(2-{Ben2yl-[2K2-fluoro.phenyl)-emyl]-amino}-emy^ 
nicotinamide, 

6-[4-(2-Dibenzylarnmo-emyl)-phenoxy]-mcotinaioide, 

6^(4-{2.[Benzyl-Q-o X o-3-phenyl-propyl).ammo]. e myI}-ph 8 n^ 

6-(4-{2-[Ben2y]-(3-oxo-3-tmcmo^^ 

nicotinamide, 

6-(4-{2-|Benzyl-(3^yclohexyl-3.oxo.propyl)-ainmo]-emyl}^ 
nicotinamide, 

6-C4-{2-tBenzyl-(3-hydroxy:3-phenyl-propyl)-ammo]-^^ . 
nicotinamide, 

6 W2-[Benzyl-(3-hydroxy^^^ 
nicotinamide, 

6-(4-{2-[Benzyl<3^cloh eX yl-3-hydroxy-propyl)-annno]-emy^ 
nicotinamide, 
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6- {4-[2^3-PhOTyl-piopyIa^ 
^[M2-Phenethylam^ 
6 -[4-(2-Hexy]amino-^^ 
6-[4<2~H^tylamino-^ 
6-[4-(2-Fe^lamino-e^ 
. 6 -{4-[2<5-Methyl-^ 

^<4.{2-[2-(3-CMoro-pheiiyI3-ethylaniiiio]-et3iyl} »phenoxy>niTOtiiianiide p 

6-{4-[2-(3-CyclopOT(yl-propyIaa3m 

6-{4-[2-(3-C^lohexyl^ 

6-(4-{2-[2-(3-niio^^ 

6- {4-r2-(3-o~TplyI-piopylainino)-ethyl]-pheaoxy} -nicotinamide, 

6-{4-[2-(3-Thiophen-2-yI-propylamino>ethyl]-pH^^ 

6-[4-(2-Amino-ethyI)-phero 

6-{4-[2-(2*Methoxy-benzylainm 

6-{4~[2-(3-Fluoro4?enzyiamino)-e^ 

{4-[2<3-(^oro-ben2ylan^o)-ethylJ-p.heiio^ 
6 -{4-[2<3 ? 4-Dichloro*enzyla 

6- {4-[2-(3-Trifluoromethyl-beiizylamino)-etbyl] -iiicotiaainj.de, 
6- {4-[2-(4-Cyano-ben2^amino).efliyl]-phenoxy} -nicotinamide, 
6- {4-[2-(4-Huoro-be^ylaiiiino)-etliyl]-phenoxy} -nicotinamide, 
• 6 ~ {4-I?-(4-Metbyl-beiu^^ 
6-{4-[2-(3,5-Bis-ferifluoromet^ 

6-{4-[2<2,6-Difiuoro-ben2ylaraino)-ethyI]-phenoxy^ 
6-{4-[2-(3;5-Dijauoxp-beHzyl 
6-{4-[2-(4-Acetylamino'-ben2ylair^^ 
6- {4-[2-(2-Trifluoromet^ 

-nicotinamide, 

6-{4-[2-(2-Methyl-benzylamino)-etliyl].phenoxy>-ni.co^ 

6- {4-[2-(3-Metho7^-benzylamino)-ethyl]-phenoxy} -nicotinamide, 

6-{4-[2-(4-OToro-beii2ylamino)-etb^ 
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f 

6-{4-P^4-Fheaoxy-beiB!yla^ 
6-{4-[2<4-Methoxy-ben2yla^ 

6-{4-[2K4-Trifluoromethyl-ben2ylammo)-ethyl]-phenoxy}-i^ 

6-{4-[2^3^o-2,3-dihyd^lH-i5oimdol-l-ylammo>ethyl]-pb^ 
nicotinamide, 

6-{4-[2-(4-Trifiuoromethoxy-b^^ 

H^P^3-Trifluoromemoxy45enzyl^^ 

6K4-{2^(TMophen-2-ylmethyl)-^ 

6HM2-[(Fmaa-2-y:[methyl>an^ 

6-[4-(2-Ocnylaniino-ethyl)-phenoxy]-nicotiiuim 

6 -[4-(2-Cyclohe^lammo-e^^ 

6-{4-[2-(C^Iobexylme1iy^ 

6-[4-(2-Proj^ainino-Bthyl)-phe™xy]-m^otinamide, 
6-[4-(2-Buty]ammo-e^ 

6-[4-(2-Isopropylamino-ethyl)-phetioxy]-nicotinam 

6-t4-(2-Isobufylamino-etbyl)-pbenoxy]-nicotmamidc, 

H4<2-(3-Memyl-butyiairflno)-ett^ 

^(^{2-[(Pyridia^ylmBtbyl)-an3ino]-ethyl}-pbenox 

6-(4-{2-[(pyridm-2-y]methyI)-anMno]^thyl}-pb^ 

6-(4-{2-[(5-Methyl-furan^ 

6<4-{2-[(3-Methyl-tMophen-2^ 
6 W2-[(5-Methyi-tmophen^^^ 

^(4-{2-[CThiophen-3-yIroethyl)-amino]-efhyl}-phenoxy)-m^^ 
6i[4<2^Eliylainino-etbyl>pbenoxy>iricotni^ .-»»-'•..• 
6- {4-[2-(4-Hydroxy-benzylanuno)-ethyl]-phenoxy} -nicotinamide, 
6-{4-[2^3-Hydroxy-benzylammo).emyl]-phenoxy}-mcoiinamide^ 

6-{4-[2<3-Ph^yl-prop-2-ynylammo)-emyl]-phenoxy}-mcotiimM 
6-(4-{2-[(Furan-3-ylmetayl)-am^ 

6<4-{2-[gBen2ofu^-2-ylmemyl)-ammo]-ettyl>-phenoxy)-mcotma^ 
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6 "(4- {2-[(5-Bkyl-fui^^ 

6-(^{2-[(5-ChIoro-tMoph^-2-ylmetIiyl).ainmo]^ti 1 yI>-phe TO 
6<4-{2-[(4,5-Dimemyl-fnia^^^^ 

^(^2-[(4-CMoro-l.memyl-lH-py^ 
nicotinamide, 

. KM2-[(Iluazol-2-ylmelhyl>a^ 

6-(4-{2-[(2-Methyl-lH-iinidazol^yImethyl>Bmmo]^ 
nicotinamide, 

6-{4-[2-(3 f 5-Di-tert-butyl^hydiDxy-ben2ylamino)-ethyl]-ph 
nicotinamide, 

6- {4-[2-(2-nuorD-benzylanuno)-emyl]-phenoxy>-nicotii^^ 
6-{4-[2-(3-Phenoxy-ben^lanimo).emyl]-pheiio^}-mcoimanu 
6-{4-[2-(2-Cmoro-benzylammo)^myl]-pbenoxy>-ni«rtina^ 
6-{4-p-(3-Cyano-benzylan^o)-e^ 

6-{4-[2-(3-Memyl-ben2ylammo)-emyl]-phenoxy>-nicotlnamide, 

^(4-{2-[ClH-Imi(iazol-4-ylmemyl)-anuno]-emyl}-phenox^^ 

6-(4-{2-[(Pyridjn-3-ylmemyl)-animo]-emyl}-phenoxy>m^^ 

6-{4-p<2-Phenoxy-emylammo)-emyl]wphenoxy}-iu 
6^{4-[2-<3-Huon>-4-hydroxy^ 

6^(4-{2-[(2-Butjl-lH-inn^ol^ymiemyl>ammo]-emyl>-pb^oxy)- 
nicotin amide, 

6-(4 r {2-[(B e n Z ofb]tbi(^hen-3-ylmemyl>ammo]- e thyl}-p^ 

K4-{2-[(3.Phenyl-lH-pyia20l^y]memyl)-ammo]-emyl}-phenoxy)- 
nicotinamide, 

6-[4-(2-Allylammo-emyl)-pbenoxy]-ni.cotinamide, 

6-{4-[2-(4-Inua^ol-l-yl-benzyIammo)-emyl]-phenoxy>-mco 

H^{2-[(3-Memyl-ben 2 oI>]thiophen-2-yjta ie myl)-a I im 
nicotinamide, 

&.{4-[2-(4-Me^pent-2-enylan^ 



&ip.f.zeit:.27/09/2004.. 13:44 ........ ^HKBKSUmsst P. 053. 



IBS' LILLY AND CO 



m 



Fax: 31 7-277-6534 



. Sep 27 2004 11:51 



X-15876 PCT 



BSFI^ACEMENT CLAIMS 



556 



6-{4-[2-(2-Trifluoiomelh^^ 

6«(4- {2-f(2-Piperidin- 1 -yl-tiuazol-5-ylmet^^ -phenoxy)- 
nicotinamide, 

6- {4-[2-(4-Cyclohex>4-bu^ 

6-{4-[2-(2-C^clohexyl-ethylamino)-ethyl]-pheno 

6~{4-[2^2-Chloxo-6-fluoro-ber^ 

6-{4-[2-(Cyclopropytoethyl-axnmo)-ethyl]-ph 

6<4-{24(Naphthalen-l-ylmel^^^ 

6<4-{24(Bicyclo[2.2-l]h^^ 

nicotuaanude., 

6-(4-{2-[(Naphlhale;a-2-yl^ 

6-(4- {2-[(Quinolin^ytmethyl)-am^^ 

6-{4-[2~(2 s 6-Dicbloxo4>enzyla3j^ 

6-{44]2^iadan-l-ylairiino>^ 

6-{4-[2-(2~Hydroxy-5-metlioxy-beijzylamino)-eth^ 

6- {4-P<3~Bxomo^fl.uoxo-ben^ 

6- {4-[2-(4-Fluoro-2-trifluoio^^ -phenoxy} -iricotittaroide, 

6- {4-[2-(3-Chloix>-4-fluoxo-ben2ylanuno)-ethyl]-phenoxy} -nicotinamide, 
6~[4-(2-CyclooclylainiTO 

6- {4-[2-(2-PhCT07^-benzylamino)-ethyl]-pheiioxy } -nicotinamide, 

6-{4-[2~(Cyclobutylmelliyl~amiOT^ 

6-{4-[2<Cycloheptytaetli^ 

6-(4-{24(2-Moipbolin-4ryl-tM^ 

nicotinamide, 

6-(4-{2-[(2,4~PicWoro-tluazo^ 
nicotinamide, 

6-(4-{2-[(2-Chloro-thiazol-5-y]me^ 
6-{4-[2-(Cyclopentylmeil^ 
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6-(4-{2-[(3>DimefcyI-Lso^ 
■ xucotmamide, 

^(2-«M4-CMoio-ph^ 
phenoiyj-xucotinainide, 

^(MCS-p-TolyHl^oxa^^ 
nicotinamide, 

6 -{^[2<l-Fhenyl-eihyla^ 

6-[4-(3-Benzylammo-propyl)-ph OT oxy]-nicotinamide, 
M^KBenzyl-pealyl-amino)-^^ 

^P-CB^l-pWmyl-am^^^ 

^^-[BeiHyHS-cyclopenl^^^^ 

6-[4-(^{B enZ yl42<3-fluo ro -pl ien yl)^thyl]-ammo}-piopyi).pheno X y> 
nicotinamide, 

6-[4-(3-Pcmtylammo-propyI)-phenoxy]-nicotinamide, 
^e-Pheneihylamino^^^ 

6 -<^CM3-Cyclc^entyl-piopyIam^^^ 
6<4-{3-[2-(3-nuoro.ph m y^ 

(R)-6-[4-(2-Benzylainino-piDpyl).phenoxy]-mcotmamide, 

CR>6-[4<2-Dibeiizylainmo-pn^yl)-pheaioxy]-nico1^^ 

^(Z-Beii^lammo^mell^ 

6.[4-(2-M^yl-2-p e ntyl an ^ 0 -p TO pyl). pheno ^ ] .^ cotimmid ^ 
6-[4-(2-Methyl-2-phOTe^ ... 
H4-{2-[2<3-Huoro-phenyl)-ef^ 
mcotinamide, 

M^2<3-Cyclopentyl-propylan^ 

6^4-(3-Benzylainino-lmtyl>phenoxy]-iucotmamide, 
6-[4-(3-Pentylainmo-butyl)-phenoxy]-nicotiii^ 
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^[4-(3-Propylammo-bu^^ 

6-[4-(3-Methylamino-butyl)-phenoxy]-nicotm ' 
6-[4-(3-Phenethylan^^ 
6-(4-{3-[2-(3XHuoxo-pb^ 
6-(4-{3-[2-(3-CWoro-pbeny^ 

6-(4- {3-[(Furaa-2-ylmetJayl)-amino]-biityl} -pb.eaoxy)-ni cx)tiaaiiude, 
6- {4-[3 -(2-Tliiophen-2-yl-^ylaiiiino)-biityl]-phenp^} -nicptmainide, 
6 -{4-P-(C^clopropylnietbyU 

6- {4-[3 -(3-TrijBtaoK>methy^ -nicotinamide, 
6- {4- [3 -(4-Huoro-benzylamino)-biityl]-phenoxy} -nicotixiainide, 
6-{4-[3<3-Huoro-benzyIamiiio)-bu^ 
6-[4-(3 -AUylamino-buty^^ 

6- {4-[3 -(4-Qiloro-benzylainino)-butyl]-pheiioxy} -nicotinamide, 

6-{4-p-(4-Melhoxy-benzylaii^ 

6-{4-[3-(4~Trifluoromet^ 

6-'{4-[3-(4-Trifluorom -phenoxy} ^ricotinainide, 

6-{4-[3-(3-Trifluorome^^ 

(lR)-6~{4-[3-(l-Phenyl-ethylam^ 

(1 S)-6- {4-[3-(l-Phenyl-ethylainm^ 

6-[4-(2-Benzylamino-propyl)-^^ 

6-[4-(2-Pentylaniino-p^^ 

6-[4-(2-Propylamino-piopy^ 

6-[4-(2~Methylamino-pippyl)^ 

6-[4r(2-Fhenethylamin^ 

6-(4-i[2-[2-(3-Fluo:ro-phenyl)-^ 

6<4-{2-[2<3-Chloro-phenyl)-etJiyte 

6-(4-{2-[(TuiHn-2-ylmethyl)-ain^ 

6- {4-[2-(2-Tliiophen-2'yl-etbylamino)-propyl]-phenoxy} -nicotLaamide, 
6- {4-[2-(Cyclopropylmethyl-ainino)-pK>pyl]-phenoxy} -nicotinamide, 
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6-{4-r2-p-Trifluo rome th^ 
6-{4-p-(4-Huoro-benztf 

M^P-^luoro-benzylani^ 

6-[4-(2-AUylamino-propyl)-phraoxy]-mcotinami 

6-{4-[2<4-(^oro-beii2ylamino).|mjpyl].phOToxy>-nicotinamide, 

5- ^P^Triflucwomefcyl^^ 

6- {4-P-(4-Methoxy-benzylai^ 
^{^E 2 -( 4 - T ^orcrae1boxy-be^ 
6 -{4-P^3-Tri£hiorometboxy4>€^ 

(lS)-6-{4-[2-(l-Phenyl-ethylamino)-piopyl].phwioxy}-nicolin^ 

(lR)^-{4-[2-(l-Phenyl-ethyiamino)-piopyl]-phenoxy}-nicotin^ 
6-[4^2-Benzylanuno-l-meayl- 

M^2-(Benzyl-pentyl-anHi^^ 
" ^[4<l-Methyl-2-pentylamko^thy9^^ 
6-[4-(2-Benzylainiiio-l ^-dimethyl-ethylVphenoxyJ-nicotmanude, 
M^P^Cyclohexylmethylrai^^ 

6-{4-[2<2-Chloro-beii2ylamino)-lJ-dimetbyl-ethyl]-phen^ 

6-{4-[2-(3-Fluoro-benzylamino)-14-dimethyl-ethyl]-phenoxy}-m^ 
6-[4-(3-Phenylaffimo-propyl)^ 

6-[4-(2-Dimethylainmo^yl>-phenoxy]-nicotinamide^ 

6-[4-(2-Pipm<iin-l-y]-ethyl)-phen.oxy]-iucotinamide, 

6-[4 T (2-Moipholin-l-yl-elhyl)iphenoxyJ-iucotinanjide, 

6-{4-[2-(3^Dihyclro-lH-i5oquiriolin-2-yl)-et]iyl].phenoxy 

6-{4-[2-(4-Benzoyl-piperidin-l-yl)-etb.yri-phenoxy} -nicotinamide, 

6^{4-[2-(3-Methyl-piperidin-^ 

6-{4-[2-(3,5-PimemyI.-pipeddm-l-yI)-ethyl]-phenoxy}-iu 
6-{4-p-(4-Beiuatydiyl-piperidm.l-yl).ethyl]-pheD.oxy>-ni.cotm 
6-{4-t2<4-Pb.enyl-^piperidm-l-yl)-emyl].phenoxy}-nicotiBa^ 
6-(4-{2-[3-Huoro-pbenyl>pi P eridm^^ 
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6-[4-(2-A2epaa-l->d-ethyl>phenoxy]-mcotmaiBide, 

6-{4-p-(Ben^l. me thyl-ainiao)-ethyIJ-phenoxy}-^ 
Hl-P-CBeiizyl-ethyl-ammo)^ ' • 

6-{4-[2.(Benzyl-pxopyUainino)-ethyl]iJhenoxy}.mcoti^ 

e-C^p-CBen^l-butyl-amino^elhylJ-phenoxyJ-nicotinainide, 
e^P-CBeazyl-cyclopropyl^^^ 

^{^[2-(Benzyl-isobutyUami^ 
^4-[2-(B e nzyl-(3- me thyl-b^^ 

6^[4^-Benroylaimno^yl).phenoxy]-iiicotinamide, 

4.[4<2-Benzy].amino-ethyl)-phTOOxy]-2-fluoro-ben^ 

2-[4-(2-Ben2ylamino-e^yp. p hCTOxy]-4-fluoio-bBnzaniide, 
^r4K2-Benzylamino-^ 

6-[4-(2-Bei^laznino.et^).2.methyI-pheno5y]-nicoti^ 
e-P-Methyl^fcb^ethyla^ 

^[2-Fhoro^(phenethylain^^ 
6-[2-£tb^y^(phenetliylamm^ 

6-[2^CUoro^(pbOTetiiylamino-me*byl)-phenoxy]mcotiiwm 

6-[3-CUoio-4-(phenethylainino-methyl)-phenoxy]nicotui^ 

^[24tfethyl-4^3.metoyl4mty^^ 

^[2-FIuoro^<3-methyl-bu^^ 
6-[2-(^oro^(3- me thyl-butylai^ 

6-[2-Elhoxy-4-(3-methyl-butylamino-metJiyl)-phenoxy]nicoti^^ 
K4-[2-Cyclop TO tyl-ethylam^ 

^{4-f2-CycIopentyl-ethyla^ 

6-{2-eMoro^[2-<^l 0 p TO tyl- e thylaromo)-methyI.] 

6-{4-[2-Cyclopentyl-ethyIa^ 

K2-Metb.yM<2-tbiophen-2-yl-ethtf^ 
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^(4-{[2-(3-Hucro-phenyl>eth^ 
nicotinamide, 

6.{2-Methy^-[(2-o-tol^ . 

6^4-[p,3-Dimetbyl-butylanuno)-m e thyI]-2- me thyl-ph^ 

6-(4-{f2-(3-CWoro-phenyl)-ethyiani mo ]- m ethyl}.2-meth y ^ 
• nicotinamide, 

6-(4-Butylanunomeayl-2^ 

6-(2-MemyM-{[methyH3-m^ . 
nicotinamide., 

6-{2-Methyl^[Cmethyl-ph^ 

3-Huoro^[4-(phen.emylanimo-me m y])-phenoxyJ-ben^ 

5- CMoio-^Cphenemylammo^^ 

2- CMoro-4-[4-(phenethylaniino-methy])-phenoxy]-be^ainide, 

3- HuQro^-{2- m eAyl^( 3 :in e thyl-butyla im no).m e thyl].pb^e^^^ 

4- (4-Benzylamino-pheaoxy)-benzamide, 

4-(4-Phenetbylaimno-pbenojcy)-benzamidB, 

6- [4-(BenzylamiQo-methyl)-phenoxy]-mcotinamide, 
6-(4-Allylaininomelhyl-phenoxy>-mcotmaim'de, 

644-[(4-Metboxy-benzylainino)-methyl].phenoxy}-nicotiii^ 
6-{4-[(3-TriflTOromethyl-bei^ 

M^(2-TMophen-2-yl-ethylaim^ 

6- {4-[(3-Hucm)-fa6m^lainiiio)-methyl]-pheiioxy} -nicotinamide, 
6-(4-{r(Furan-2-ylmefcyl)-am^ 

6<4-{[2-(3-nuoro-phenyl)-emylaznmo]-memyl>-phenoxy)-iu 
o^{4-[(4-Trifluoromelb.oxy-be^^ 

6-[4-(yh.enemyJammo-memyl)-phenoxy]-iMcotinamide, 

^(^{[2K3-ajloro-phenyl)-ethylammo]-memyl}-phenoxy>nicoti^ 
6-(4-{[2-(4-Su]famoyl-phe^ 
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^{4-[(3-Phenyl-propylamino>meih^-pheno^}.iucotinamide, 
6 -{4-f(3,3-D^hqnyl-propylain^ 

6-{4-[(3,3-Dimethyl-butylaim^ 

6-(4-{[2<2-Methoxy-phenyl)-^ 

6-{4-[(;2-PhOTylaniino-Bthylainmo>methyl]-phe.uoxy}-nj.w 
M4-[(2-Phen.yl-prc>pylamiBo)-mem^^^ 

M4-[(2-Pyridm-2-yl-*wylan3mo)-m 

6-(4-{[2-(2-CMoro>phenyl)-etfaylamino]-mefliyl}-phenoxy)-mc 
6 -{4-[(2-Pyridm-3-yl-e^ 

6 -{4-[(2,2-Mphmyl-emyJai^ 

6- {4-[(3-Methyl-butyla^o)-methyl]-phenoxy}-iucotinamide, 
6- {4- [(2-Cyclohexyl^ylam^ 
6-{4-[(2-MethylsnJfanyl-emylaim^^ 

6- {^[(e-Hydroxy-hexylamino^ethyg-phenojiy} -nicotinamide, 

6-{4-[(2-Dimethylaminb-etM 

6-(4-Decylaioinomethyl-phen^ 

6 ~ {4-[C2-Ethyl-hexylainino)-inethyl]-phraioxy} -nicotinamide, 
6^4-{[(Tetr^ydro-:finan^ 

6- {4- [(2-Pyrrobdin- 1 -yl-ethylamino)-methyl]-plienoxy} -nicotinamide, 

6-(4-{[2-(l-Metbyl-p>Trok^-2-yl)-^ 

6-(4-{[2-(lH-Intidazol-4-yl)-eihylin^ 

6-(4-{[3-(2-Memyl-pipeiidm-l-yl).propylamino]-memyl}-phenoxy)- 
nicotinamide, 

M4-[(2-Diisopropylainmo-emylaii^ • 

6- {4-[(2-Cyclohex-l -»yl-emylamino)-memyl]-phenoxy} -nicotinamide, 

6-(4-Pentylaniinomemyl-phenoxy)-iucohnann*de, 

4-{4-f(4-Trifluoromemoxy-bei^ 

^(M[2-(3-(^oro-phenyl)-emyl8mmo]-m^ 
4-{4-[(4-Tlifl.uoromethy 1 ^ 
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^{4-[(4-Huoro-benzylaink^^ 

4-(4-Pentylaminome^ 

4-{4-[(2-Phenyl-propyla^ 

4-(4-{[2-(2-(^oro-phray 

4<4-{[2-(2,4-Dichloro^^ 

4-(4-{[2-(4-nuoro-phqnyl>ethylamiiio 

MM[2-(3-Huoio-phenyl)-et^ 

4-(4~{[2-(2-Hwro-phe^ 

4-(4-{[2-(2>Dichloro-p^ 
4-{4-[(2H3-To]yl^thylaram^ 

4- {4- [(2,2 -Piphenyl-ethylaniino)~metiiyl] -phenoxy } -b enzamide., 
4-[4^3-Phenyl-pi^ylai^ 

4- {4-[(2-Cyclopentyl-efhylamino)-methyl]-phen^ 

4- {4-[(2 ? 6«DicMoio-benzylai^^ -benzamide, 

^(^{[(Furan-2-yta^^ 

6-(4-{[2-(3/^Dichloro-ph^^ 

6-(4-{[2-(2-Etho:^-phenyl)-^^ 

6-{4-[(2^-TolylH3thylai^ 

6-(4-{[2-(2-Flieiioxy-phe^^^ 
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^[^((2-Thiophenyl-ethyamvn.o)-metiiyl)-2-eflioxy phenoxy] nicotinamide, 
6-[4-((3-Memyi-butylamino)-me4i^-2-ettioxy phenoxy] nicotinamide 
methanesulfonate salt, 

6-[4-((3-Dimemyl.butylanimo)-memyl)-2-ethoxy phenoxy] nicotinamide, 
6-[4<ButyiB^ nicotinamide, 
6-[4<t2-Phenyl-ethyaniino^ phenoxy] nicotinamide, 

6~[^((2-CyclopentyI-ethya^ phenoxy] nicotinamide 

metauo sulfonate salt, 

6-[4<(3-Methyl-butyla^ phenoxy] nicotinamide 

6-(4-Iodo-phenoxy)-nicotinamide ! , 

(±)-6^(4»Pipmdin-3-yl-|5henoxy)-nicotinamide, 

(±)-6-[4-( l-Benzyl-pipeiidin-3 -yl>phenoxy]-nicotinainide, 

(±)-6-[4-(l-Cyclohexylmeth>i-piperidin-3-yl>^ 

(±)-6-[4-(l-Methyl-piperib^^ 

(±>6-l4-(l-(3-Flnoi^be^^ 

(±)-6-[4-(l-(2-Huoro-bex^^ 

(±)-6-[4-(l-Hexyl-piperidia^ 

(±)-6-{4-[H3~Met^ 

(±)-6-[4-(lrPbenethyl-pjperi^ 

Cfc>6-{4-[l-(2-Cyc]ohexy^ 

6-[4-(4-Benzyl-pipeinzin- l-ylmethyl)-phenoxy]-nicotiDaroide; 
6-[4-(4-Phenethyl-piperazm-^ 
H4-(4-Cyc]opentyl-piperaz^ 
(±)-6~{4^4-(l-Phenyl-ethyl)-piper^ 

6-[4-(4-Benzbydryl-piperazin- l-ylmetiiyl^phenoxyl-incotinaniide, 

6H4-[4<4-Huoro-phenyl)-p^ 

6~[4-(4-Phenyl-pipeiazro^^ 

6-[4^4-Ctyclohexyl-piperazin-l-yta^ 
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6-[4-(4-Isopropyl-pipe 
(3R)-6-{4-[(l-Benzyi-pyiroU^ 
(3S)-6-{4-[(l-B^yl-pyrion^ 
(±)-6-[4-(2~PbOTyl-pipmd^ 

(±)-6-[4-(2-Phenyl-pyiroIid^ hydrochloric 
♦ acid salt, 
(±)-6-j4-(3-Phenyl-^^ 
6-[4-(4-Phenyl-pipmdin-l~y^^ 
(±)-6-[4-(3-Phenyl-azepan-l-yta 
(±>6-[4<4-Pheaiyl-az^an-^ 

6-[4-(4,4-Diphenyl-piperidin- 1 -ylmetiy^-pheno^-nicotinaiDide, 

6-[4-(3,3-DiphTOyl-pyiro^ 

6-[4^2 3 2-Diphenyl-p}Trotic^ 

6-(4-Piperidin- 1 -ylme1hyl-phenoxy)-mcotinainide, 

(±)-6-[4-(l ^^^P^a-Hexahydro^ -aza-fluoreB.-3-yluiet]iyl)-plienoxy]- 

nicotinamide, 

(±)-6-{4-[3-(2-CMoro~phf^ 
(±)-6-{4-[3<3-Chlor6-phe^ 
(±)-6-'{4-[3~(3-Trffiiioio^ 
nicotinamide, 

(±)-6-[4-(3-Methyl~piperid^^ 

(±)-6-.[4-(3-Phenethyl-piperidin- 1 -ylmethyl)-phenoxy]-iii.cK?tiDainide, 
(±)-6-[4-(3-Phenpropyl-piperidin- 1 -ylro ethyl)-phenoxy]-iuco1inamide^ 
{±)-6-[4-(3-Benzyl-piperi^ 
(±)-6-[4-C3-Phenyl-piperid^ 

(±)-6- {4- t3-(4-Fluoro-phenyl)-piperidin- 1 -ylmethyi]-phenoxy} -nicottaiuiiide, 
hydrochloric acid salt^ 
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(±)-^{4-[3^2-Huoro-phenyl^ 
hydrochloric acid salt, 

(±>6-£4-(3-C^clohexy^^^ 
hydrochloric acid salt, ' 
C+^e-p-Methyl-a-p-pht^ 
hydrochloric acid sail, 

(±>6-[2-Methyl-4-(3wphenyl-azep^ 
hydrochloric acid salt, 

(±)-6-[2-Melhyl^(4-phenyl-azepan-l.ymethyl)-phenox5']-m 

^H6-[2-Methyl^(?-phe^ 

ethanone, 

(±>MU-Difluoro-ethyl)-2-[2-me^^ 

phenoxyj-pyridine hydrochloric acid salt, 

(±)-6H2-Huoro^(3-phenyl^^^ 

(±)-^[2-Ethoxy^-(3-phenyl-pynoh^^ 

(±W2-Chloro^(;3-phenyl-py^ 

^(3-Phaaethyl-2^,4^-tetrahy^^ 

6-(3-Benzyl-2,3A5-tetrt&yd^ 

6-[4-(pheiiethylaniiao!roethyl)phenoxy]iu 

{2<4-(5-An^omethylpyridm-2-yloxy)phenyl]ethyl>benzylair^ 
^4-(Phenethylamiiio:methyl)phra^ 

2 -[^(2-B€^ozylarJiiiioelhyl)phenoxy]mcotiD 

6-[4^2-BenzyIaminoelhyl)phenoxy]pyri.dine-2-carboxara 

2-[4-(2-Ben2ylaminoefeyl)phOToxy]isoiucotin 

N-Melhyl-{6-[4-(phenetbylarnincmiethyl)phenoxy]^ 

5-[4-(PheDethylamiriomethyI)phenoxy]pyia2ra.e-2-c^^ 

5-(4-{[2-(4-Huorophenyl)eihyJarxdno]rae!hyl>phenoxy)pyr^ 
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methanesulfonate, 

5-{2-Metbyl^ 

methanesulfonate, 

5-{2-Me1lioxy^[(3Hiie^ 

methanesulfanate, 

5<4-{[2-(3-Triftaorome^ 

caiboxamide methanesulfonate, 

5-{4-[(2-TMopheii-2-yleiliyl^^ 

methanesulfonate, 

5-{2-Methyl^[(24hioph^ 

caiboxamide methanesulfonate, 

5~{2-M.etboxy^-[(2-lluophe^ 

carboxami.de methanesulfonate, 

5-{4-[(2-Cyclopentylethyl 

methanesulfonate, 

5-{4-[(2-Cyclopeatyl<^ 

carboxamide metbanesulfonate, 

5-{4~[(2-Cyclopentyte^ 

caiboxamide methanesulfonate, 

SK4-{[(Benzol>]tMoph^ 

caiboxamide methanesulfonate, 
5-(4-{[2-(4-Methoxypli^^^ 
carboxamide methgnesulfonatej 
5~(4- {[2<3-Huoropheay^ 
methanesulfonate, 

5-(4-{[2-(2-Huorophenyl)ethylamm^^ 
methaaesulfonate, 
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. M2-Fwoxo^[(3-memylbutylam^^ 
metfaanesulfonate, 

methahesulfonate, 

^2-Huor^-pentylammomemylph^ 

5-{2-nu<OT^-[(2-tbiophOT-2-yletiiylamino)methyl]ph.e mo xy^ 
caiboxamide, 

5-{2-Huoro^[(2-pyridinO-yle^ 
carboxamide, 

5-{2-Huoio^-[(2-OT-tolylethyl aro mo)melhyl]phen^^ 

M2-Fluoro^{[2-(4-fmoropheayl)e^^ 

carboxamide, 

5-{2-CMoro^£(3-me&yIbutylammo^ 
M2-CMoro^<penrylaminomemyl)phra^ 

5-{2-CMoro^[(2-thiopben-2-yletbylanimo)meli 1 yl]phenoxy>pyridme^^ 
carboxamide, 

5-{2-CWoro^[(2-pyridm-3-yle(iylamino)memyl]phenoxy}pyridine-2- 
carboxamide, 

M2-Memoxy^[(3-me^yJbutylan^ 
5 <2-FIuoro-4-{[2-(tetrahydropyran-^ 
carboxamide, 

5-{2-Fluoxo^t(2^-tolylemyIammo)methyl]phenoxy}pyridme-2-caA 

5-{4-[(2-Naph!halen-2-ylethylammo)memy]]pbenoxy}pyridme-2^ 

5-{4-[(2-Naphmalen-l-ylBtby]amino)memyllphenoxy}pyri^ 

5- {4-[(2-Benzo[6]iiuophen-3.ylettylammo)methyl]pheD.oxy}pyrite 
carboxamide, 

6<2-Memoxy^pentylamjnomemylpbenoxy)nicotiiiamide, 

6H2-Memoxy^[(2-tWophen-2-ylefcylammo)^ 

6- {2-Memoxy-4-[(2-o-tolyiefoyl^ 
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6-{2-Mefco X y^[(2-m-tolyle^^ 
^{M(3,3-DiiaethylbutylBB^ 

H2-Me&oxy^[(2-pyriain-3-yle^ 

6-(4-Butylamiiiometiiyl-2-mEthoxyphenoxy)iucotinamide, 

6^2-Meftibxy-4-{[2-(tetrahydropyran?4-' 

. yl)ethylanuno]mellxyl}phemo^)nicotmaniide, 

6 -{2-Methoxy^K2-moipho]in-4^ 

6-{4-[(2-Elhylbutyl a nuno)methyl].2-mefliosyphenoxy}^ 
6<4-{P-(4-Huoroph OT yl)ethtf 

6^4-{|2-(2-FIu D ibphenyl)ethylamino]metbyl}-2-metho^ 
6-(^Hexylamiiiomeijiyl-2-znethoxyp^ 
M2-Metboxy^[(4-methylpeatyla^^ 
methahesulfonate, 

6-{2-Metfaoxy-4-[(2-j>-tolyl^yl^^ 
metbanesulfbnate, 

5<2-MethyM.{£2<tetrahydropyian^yl)etbylamm 
2-carboxamide, 

M4-K3,3-Dimethylbutylai^ 
caiboxamide, 

5 -{4-[P-Methylbutylainino)me&yl]phenoxy}pyrazme-2-caibo 

MMP-CTeliBhydropyiaa^yl^ 

carboxamide; 

5- {4-[(3^-Dimethylbulylanimo)methyl3phenoxy}pyra2ine-2-carboxanu 

6- (2-Methoxy-4-{[2-(tetrahydropyiaii-4- 

yl)e^y].ainino)melhyl}pbenoxy)iucotinaniidemetbane5id& 

6<4-Hexylaroinomethyl-2-methoxyphCToxy)nicotinainidemethan 
6<2-Methoxy^-pentylaiuiD.o^^ 

6<^ButyJiraijnomethyl-2-methox 
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methane sulfonate, 

6-{4-[(2-Etbylbutylamino)me^ 
methanesulfonate, 

5- {4-[(3,3-Dimemylbutylain^^^ 
methanesulfonate, 

6- {2-Methoxy^[(3-meliylbutylam^^ 
mefhaaesulfbnate, 

6<2-Phenethyl"2,3,4,5-tetrahydrc^lfr-ben2o[c]a2ep m .7.yloxy)m 

6-[2-(3-Melhylbutyi)-23A5-tetrahydro-ljy-benzo[c]azepin-7- 
yloxyjnicotinamide, 

6-[2<3-Me1hylpentyl).2 f 3,4,5-tetiBhydro.l^.ben2o[(7]azep m -7- 
yloxyjnicotinamide, 

(±)-6-{4-[2-(2-Hydroxycyclohexyl^^ 

(±)-(cij)-6-{4-[2-(3-HydroxycyclohexyIammo)e1ayl]pheno 

(±)-(&Tanj)-6-{4-[2-(3-HydroxycyclohexyIanvmo)emyI]phenoxy}mc^ 
(±)^{4-P-((ft^)^Hyd^^ 

(±)-6-{4-[2^(rranj)-2-HydTOxycyclopentylamino)ethyl]phenoxy^ 
4-[5-(Fhenethylamino-me&yl)-^^ dihydiocbloride 4^{5- 

[(3-Trifluorometoyl-benzylan^ 

PhCTyl-propylanmio)-meth.yl]-pyridin-2-yloxy}-b enz amide. 
4- {5-[(4-nuoro-beii2ylanuno>methyl]-pyiidin-2-yloxy> -ben2amide 4-[5- 
(lsobutylammo-methyl)-pyridin-2-yJoxy)-benzainide 4-{5-((2-Tbiopnen-2-yI- 
ethylamino)-m.elhyl]-pyri T • 

4-(5-{[2-(3-Huoro-phemyl)-emylammo]-memyl}-pyiidm-2-yloxy)-bei^ 
^(5-{[2-(2-Memoxy-phenyl)-ethyla^ 

^5-{[2-(2-Chloio-phenyJ)-emy]ammo]-memyl}.pyridin.2-ylo ^ 
[5-(3-Phenyl-pyiroHdin-l-ylm^ 4-{5-[(3,3- 
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Dimethyl-butyl^^ 4-{5.[( 3 .Metfa y l- 
butylammo)-mei] 1 yl].pyridm-2-ylo^}-b en 2a I nide 

^"Chlcro-S-^thioph^ . 
benzamide 

M3-Cttofo-5-{r2 : (3-chloio-phenyl)-em^^^ 
. benzamide 

andpliarmaceuticauy acceptable salts, solvates, enantiomexs, and mixtures bf 
diastereomers thereof. 

41. Use of a compound selected fiom the group consisting of: 

6-{4-[2-<£eii2yl-phME^ 

6 <M2-[Bei^l-(3-phenyl-piopy^ 

^{4-[2.CBen2yl-h eX yl-ammo)- e myl]-phe a oxy}-nicotb^ 
6-{4-[2-(Ben2yl-heptyl-an^ 

6 "C4-{2-[Benzyl-(5-memyl-he^ 

6V[4^-{Benzyl-[Z-(3-chloxo-phenyl)-emyl)-ammo}-eA^ 
nicotinamide., 

6-(4>{2-lBeiizyl-(3-cyclohexyl-propyl)-ammo]-emyl}.pheno^ 
6-(4-{2-[BeiizyK3-o-tolyl-prc^ 

6-(4-{2-(Benzyl-(3-tmophei 1 -2-yl-propyl)- ai nmo^ 
^{4-[2-(pem^l-pentyl-aiiimo>ethyl]-phenoxy}-iiicoti^ 
6-(4-{2-[Be n 2yH3-cyclope n tyl-piopyl)- al nmo]-^ 
H4-(2-{Benzyl-[2<2-fluoro-phenyl^ 
nicotinamide, - 

6^[4-(2-Dibenzylammo-emyl)-phemoxy]-mcc>miamide, 
^(4-{2-[Ben Z yl-(3-oxo-3-phenyl-propyl).ammo]-emyl}-phenoxy).m^ 

6^(4-{2-[Bei 1 zyl-(3-oxo.3.tMophen-2.yl.propyl)-annno]-emyl}-p^ 
nicotinamide, 



Empf .zeit:27/09/2004 13:48 




P. 069 



X-15876PCT REPLACEMENT CLAIMS 



572 



^(4-{2-[BeiizyK3-cyclohexyl-3^xo-^ 
nicotinamide, 

6<4-{2-[Benzyl-(3-hydroxy-3-phe^^ 
nicotinamide, 

HM2-jBenzyH3-hyfr^^ 
nicotinamide, 

6<4-{2-[BenzyH3-cyc^ 

nicotinamide, 

6-{4-[2-(3-Phenyl-pn^ 

6-[4<2-Fhenethylamino-e^^ 

6-[4^-Hexy]amino-^ 

6-[4<2-Heptylamino~e 

6-[4-(2-PentylBmino-ethyI>phenoxy]-nicotinainide, 

6-{4-[2-(5-Methyl-hexylan^ 

6-(4-{2-[2-(3-Cfaloro-pheny^ 

6-{4-[2-(3-Cyclopentyl^ 

6-{4-[2-(3-Cyclohexy^ 

6-(4-{2-[2-(3-Flnoxo-phenyl)-ethylainiao].e 

6-{4-[2-(3^-Tolyl-pi^ylam^ 

6-{4-[2^3"Thiopheii-2-yl-pTopylflmiii,o 

6-[4-(2-Ainino^yl)-phenoxy]-iiicotinamide 7 
6-{4-[2<2-Methoxy-bejQzyla^ 

6-{4-[2-(3-nuoro-benzylam^ 

6-{4-[2-(3-Chloro-benzylan^o)-ethyl]-phenoxy}-iricp 
6-{4-[2-(3,4-Dicldqro-ben^ 

6 -{4-[2-(3-Trifluoromethyl^ben2ylan±io)-^ 

6 -{4-[2<4-Cyano-bei^ 

M4-[2-(4~:Huoro-benzyla^ 

6- {4-[2-(4-Methyl-benzylamino)^rtyI]-phejDoxy} -nicotinamide, 
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6-{4-[2^,6-Difluoro-ben2yla^ ' 
M4-[2-(3,5-Diflabro-benzyla^ 

6-{4-[2-(4-Acetylamino-beii2ylainino).ethyl] 
^{^t2K2-Trifluoromethyl-^ 
• 6 -{ 4 -[2K2-Metb.yl-beiuylan^ 
6-{4-[2H?-Methoxy-beo^]Hnnno>^ 

6 -<M2-(4-CMoro-beo^lammo)-^ 

6-{4-[2-(4-PhOToxy-brazylamm^^ 

M4-[2-(4-Mc^oxy4>enzylain^^^ 

6-{4-[2-(4-Trifluoromethyl-ben2ylamino)-ethyl]-phenoxy}-mco 

6-{4-[2<3-Oso-2>dihyd I o-m-iso.indol-l-yIainio)-ethyU 
nicotinamide, 

6-{4-[2K4-Triflu<OTmelnoxy-be 

^{4-I2-(3-Trifluoiomelhoxy-be^ 

6<4-{2-[(THophen-2-ylme^ 

6-(4- t2-[(Furan-2'-ylmetiyl^ 

6-[4-(2-Oc^]ainino-e4yl)-phenoxy]-nicotinamide, 

6-[4-(2-Cyclohexylanimo-emyl)-phenoxy]-nicotiaaim 
6 -{4-[2KCyclohexylmethyi-a^ 

6-[4-(2-I^opylamino-ethyl).phenoxy]-nirotinamide 5 

6-[4 r (2rButylamjbQo-emyl)-phenoxy]-nicotiijaim 

6-[4-(2-Isopropylamm<>-elhyl)^^ 

6-[4-(2-Isobutylainino-e1hyl)^ 

6-{4-[2-(3-Methyl-butylammo)-e1^^ 

6-(4-{2-[^>yridm^-ylmethyl)-aii^o]-ethyl}-pheD.TO^ 

6 ~(4- (2- [(Pvridiii-2-ylmetbyl)-aiiiino]-ethyl} -phenoxy)-nicotjnarodde, 

6-(4-{2-[(5-Methyl-furan-2-yLnethyl)-aniino]-etbyl}-phenox 

6-(4-{2-[(3-Methyl-iMophen-2o^ 



.«».«..-«„-«,„ obp a iuu» li:bb P. 72^gjg$3g$gpr 

REPLACEMENT CLAIMS 
574 

6-(4-{2-[(TTuopW3-ylmetiiyl).ainmo]- e %l}-phen6^)-^ 
6-[4-(2-Ethyla^o-e(hyi)-pheaioxy]-nicotiDamide, 
6-{4-P<4-Hydroxy-benzylan^ 
M4-[2K3-Hydroxy-be.tizylammo^ 

6.{4-[2-(3-Phenyl-piop.2-yn3daniino)-ethyl]-pheno^ 
. 6 W2HXFuranO-yImethyl)-am^^ 
6K4-{2-[(Beiaofuran-2-^ 
^^-[(S-Emyl-fuTai^-yl^^ 
°H4-{2-[(5-CMoro-tbiophen-2-y^ 

6-(4-{2-[(4,5-Dimethyl-furan-2-ylmetliyl)-anurio]-e^^^ 
6-(4-{2-[(4-CMoio-l-merayl-lH-pyraz^^^^ 
nicotinamide, 

^4-{2-[(Tbiazol-2-ytaelhyl)^ 

6<4-{2-[C2-Methyl-lH'imidfl2ol^ylmethyl)-an^o].e1hyl}.p^ 
nicotiuamide, 

6 -W2<3.5-Di-tert-bu1yl-4-hy^^ 
nicotinamide, 

6-{4-[Z-(2-Huoro-bOTzylanuno^ 

6-{4-[2-(3-Phenoxy-ben^lammo)-euiyl]-phenoxy}-mcotmamj 
6-{4-[2-(2-CbJoro-benzylainino>-ethyl]-phenoxy}-nicotin^ 
6-{4-t2-(3-Cyano-benzylannno)-emyl]-phenoxy}-nicotinanM 
^{^[2^3-Memyl-b^yIainmo)-ethyl]-plienoxy} -nicotinamide, 
6-(4-{2-[ClH-Imidazol^y]memyl)-a^ 
6-(4- {2^CPyridin-3-ytaiemyl)-anu^^ 

6- {4-[2-(2-Phenoxy-emylarnino>ethyl]-pbenoxyJ -nicotinamide, 
6-{4-[2-(3-Huoro^hydroxy-b«^ylammo)-emyl]-pbjmoxy}-nico 

6<4-{2-[f2-Butyl-lH-imid^ol-4-y]m.ethyl)-ammo]-eth.yi} -phenoxy)- 
nicotniami.de, 
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nicotinamide, 

6-[4-(2-Allylamino-eth>^ 

. 6 <^{2-[(3-M e thyl-benzo|>]tUoph effl .2-ylmefl 1 yl)- am ino]^^^ 
nicotinamide^ 

5- ^P^Methyl-p^-enylam^ 

6- {4-r2<2-Muo rome tho X y-b^ 

6K4-{2-K2-Pfceridm r l-yl^^ 
nicotinamide, 

6-{4-[2<4-C^clohexyl-butylamino)-ethyl]-phenoxy}.nicotinan^^ 
6- {4-[2-(2-C^lohexyl-ethy^^ 

6-{4-p-(2-CWorcj^.flupio.beiizylannno>ethyl].phenoxy}-m^^ 
6- {^P^clopropylmefryUa^ 

6-(4-{2-[(Naphtb A len:i-ylmethyl)-amino]-ethyl>. p hen^^ 

<H4-{2-[(Bicyclo[2.2J]h^t^ 

nicotinamide, 

6 W2-[CNaphtbalen-2-yIme^^^^ 

^(^{Z-KQainolin^ylinethyO-atninoJ-ethy^-pbenoxy)-^ 
6- {M2<2,6-i)icUoro-bemylammo)^ 

6- {^r2-(IocJan-l-yla I nino)-etbyl]-phmoxy}-nicotinaiiiide, 
H^P^-Hydroxy-S-metboxy-bei^^ 

6-{4-[2-(3-Bioino-4-fliioTO-bei 1 2ylainino)-ethyl].phenoxy}-mco^ 
6-{4-[2K4-Huoro-2-trifluoro^^ 

^{^(S-CMoro^-fluoio-be^Ian^ 
H4-(2-Cycloocfylamino-etbyi;^^^ 

6-{4-[2-(2-Phanoxy-b«uylatcubo)-ethyl]-phenoxy}-m 
6 -{^P-(Cyd°butylmethyI-^ 
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• 6 -{^[ 2 -(^lo^tyImethyl-a^ 

6.(4-{2-[(2-Moipholin^yl-tWa2ol.5.ylmethyi)-ainirio 
nicotinamide, 

6^4-{2-[(2,4-DicMoio-fhiazol-5-ylmeiiiyl)-ainmo].ethyI}-ph^ 
nicotinamide, 

6-(4-{2-[(2-C^oro>tJxiazol.5-ylmethyl)-amin 

6- {4-[2-(C^clopentylmet^^^^ -nicotinamide, 

nicotinamide, 

6-(4r{2.[(5-Methyl-isoxazol-3-yIinethyl)-aid 
^(^{2-[(3-ItayI-^^^ 

6-[4<2~{p-(4-C^oro-ph^yl)-[l,2,4]oxadiazol-5-^ 
phenoxy] -nicotinamide, 

^(^{^[(S-p-Tolyl^l^JoM^ 
nicotinamide, 

6- {4-[2^1-Phenyl-e^^ -nicotinamide, 

6-[4-(3-Beiizylamino-propyl)-phenoxy]-nicotinainide, 

5_ {4-[3-(Benzyl-pentyl-amino)~propylJ-phenoxy} -nicotinamide, 

6-{4-[3-0enzyl-pb,eneft^ 

6-(4- {3-JBenzyl-(3^cyclopentyl-piopyl)-amino]-pTopyl} -pheaioxy)-nicotmainide, 

6-[4-(3- {Benzyl-[2-(3-fh^ 

nicotinamide, 

6-[4-(3-Pentylamino-propyl>^^ 

6-[4-(3-Phenethylannno-prc^^ 

6 -{4-P-(3-<^clopentyl-pro 

6-(4-{3-[2-(3-Huoro-phenyl)~et^^ 
(R)-6-[4-(2-Ben2ylamino-propyl)-phenoxy]-nicotinamide, 
(R>6 : [4-(2-Diben2ylamino-propyl)-phenoxy]-nicotinamide, 
6-[4^(2-Ben2ylamino-2-metfcyl^^ 
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e-r^-MetM-a-pentyla^^ 

^^-MetM-2-phenetMan^^ ' 
nicotinamide* 

<H4-P-(3--C^op e utyl^^ 

. ^[^3-Ben2ylainiiio-butyl)-phenoxy]-iiicottiiainide 7 

6-[4^3-Pentylamino-butyl)-pheno^]-mwtinamide, 
6-[4-(3-Propylammo-but^ 

6-[4-(3-Methylanuno-bulyl).pheaioxy]-mco1inamide, 

6-[4-(3-Ph^etiiylaiiiino-butyl>phOToxy]-iiicotinam 
^4-{3-|>(3-I3ttoio^lieo^ 

GK4-{3-[2-(3-CUoro-phenyl)-eth^^ 
6-(4-{3-[(Fura-2.ylm^ 

H4-[3<2<rfaiophen-2-yl-efcyIa^ 

M^EMCyclopiopylmeifcyl-a^^ 

M4-[3-(3-Trifluorometoyl-benzyl^ 

6-{^P^4-Huoro4jenzylanu^^ 

6-{4-[3^3-Huoro-bejpzylam^ 

6-[4-(3-Allylaraino-bvityl)-phOToxy]-nicotinamide, 

6-{4-p<4-Oiloro.b€^Iamino)-but>d]-phenoxy}.iucotinaim 
M4-[3<4-Methoxy4>eflzylainino)^ 

^{^l^-Trifluoromtfhyl-be^ 

6 -{4-[3-(4-Trifluorane1bc^^ 

M^IMS-Trifluoromethoxy-be^ 

(lR)-6-{4-[3-(l-Phenyl-efliylainino>butyl]-phemoxy}-nicotinaniide, 
(1 S)-6-{4-[3-(l -Phenyl-ethylaniijQo)-buty]]-pheB.oxy>-iucotinaroide, 
6-[4-(2-Benzylamino-propyl)-phenoxy]-nicotiiianiide s 
6-[4-(2-Pentylamino-propyl)-phenoxy]-nicotinamide, 
6-[4-(2-Propylanuno-propyl)-phenoxy]-nicotinanude, 
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G'C^P^-Fluoro-phenyl)-^^ 
6 W 2 -P-(3^Moit>-ph^^^^ 

6-(4-{2-[(Furan-2-ylmethyl)-amino]-p.T^yl}-pWo^ 

e-^p^-Tbioph^yl-eth^^ 

6 -{4-[2<Cyclopropylmetby^^ 

6-{4-[2<3-Timnoxo m ethyl : b^ylaniino)-p ro pyl].pheno X y}- I ucD^ 
^{4-|>C4-nuoio-b.^lamino)^^^ 

&-{4-[2-(3-nuoro-beiizylamino)-propyI].phenoxy}-nicoti Il ^ 
6-[4-(2-Allylammo-propyl)-^^^ 

6-{4-[2-(4-CbJoro-ben2ylamino> pro pyl]-ph TO oxy}.iucotu^ 
HM2-(4-Triflu<wmetbyl-benzy^ 

6-{4^p-(4-Methoxy-ben^lamino)-propyl]-pheiioxy}-iiicoto 

^<4-[2<4-Triflu OTOme thoxy-benzylainko)-propylj-phenoxT}-ni 
6-{4-[2<3-Tiifluorometoox^ 

(lS)-6-{4-[2<l-Ph^yl^thylamino)-pi^l]-ph eooxy }. nicotba ^ d ^ 

(lRW4<2<l-Phenyl-e1iylan^^ 

6 -[^(2-Benzyfenii*o-l-mel^ 

6-{4-[2-(Ben2yl-pe^amjmo)-l-methyl-ethyl]-pbenoxy>^ 
-Metbyl-2-pentylammo-^ 

^C-Benzylanuao-U-dim^ 
M4-[2-(CycJohexylmetfay].anij^ 

6-{4-[2<2-CWor6-b^lai^o)-l,l^methyl-etbyl]-phCToxy}-m 

6-{4-[2.(3-Huoro-b^yla I nko).l,l.dime%l-ethyl]-phenoxy>.iucoti^ 
6-[4-(3-Phenylammo-propyl)^ 

6-[4-(2-Dimethylaniino-etbyl)-pheijoxy]-ia.cotm 

6-[4-(2-Piperidin-l-yl-ethyl)-phenoxy]-niMtinaniide, 

6-[4<2-Moipholin-l-y]-ethyl)-pbenoxy]-nicotinainide, 
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6-{4-[2<3ADihy<to-lH-isoquinolin-2-yl)-ethyU 

6-{4-[2<4-Benzoyl-pip^ 

6-{4H;2<3-Me1hyl-pipe^^ 

6-{4-[2-(3,5-Diinethyl-pipTO^ 

6-{4-£2-(4'-Benziiy^ 

6-{4-[2<4~Fhenyl-piperidin-l^^^ 

6-(4~{2-[3-Huoio-phenyl)-pi^ 

6-[4-(2-Azepan-l -yl-ethyl)-phenoxy]-rdcotinamide, 

6-{4-[2-(BeB2yl-metiiyl-^^ 

6-{4-[2~(BeD2^]-ethyl-^^ 

6-{4-[2-(Beii2yl-propyL 

6- {4-[2-(Beiizyl-butyl-amino)-ethyl].pheiioxy 

6- {4-[2-(Bexvzyl-cyclopropyli3iethylamino)-ethyl]-plienoxy} -nicotinamide, 

6-{4-[2-(Penzyl-isobutyl-aixun.o)-el]iy -nicotinamide, 

6^{4-[2-(Benzyl-(3-methyl^ 

6-[4-(2-Benzoylainino-ethyi)-plienoxy] -nicotiiiamide, 

4-[4^2-Benzylainmo-et^^^ 

2-[4^2-Ben2ylaniino-^^ 

444-(2-Benzyiamino-et^^^ 

6-[4<2~Be:ozylanuE^ 

6-[2-M^yl^-(pb.enethyla^ 

6-[2-Huoro^-(phenethyla3^ 

6-[2-Ethoxy^(pheBethylai^ 

6-[2-CMoro^-(phenethyl^^ 
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6-[3-Chloro-4-(phmethy^^ 

6-[2-Methyl-4<3-methyl-^^ 

6-[^Huoro^(3-methyl-^^ 

6-[2-CMoro^-(3-methyl-bu^ 

6-[2-Ethoxy-4-(3-methy^ 

6-{4«[2-C^lopen1yl-ethylainino).melhyy 

6~{4-[2-Cyclopentyl-ethyl^^ 

6-{2-CMOTo-4-[2-Cyclopra^ -phenoxy}-nicotinainideL, 

6-{4-[2-Cyclopentyl-et^ 

6-{2-Methyl-442-thiophen-2-^^^ 

H^{[2^3-Huoro-phenyl)-cthylamino]-methyl}^ 
nicotinamide, 

6-{2-Methyl^[(2-o-tolyl-e^ 

6-{4-[(3 ? 3-Dimethyl-butylamino)-^ -nicotinamide, 

MM[2-(3-OiIoro-phm^ 

iricotiiiamide, 

6-(4-Butylaminomethyl-2-^^ 

6-(2-Methyl^{[methyH3-m^ 

nicotinamide, 

3-Hu6ro-4-[4-(phOTe^^ ' 
3-Chloro-4-[4-(pheneihylanm^ 

2- CMoro^-[4-(pnenetiiylai^ • 

3- Huoxo~4-{2KmethyM-[(3-me^ 

4- (4-BenzyIamino-phenoxy)-benzamide, 
4-(4-PhenethylainiD.o-pheno3^)-benzamide, 
6-[4-(^eiizylamino-metiiyl).phenoxy]-iu.cotm 
6-(4-AUylanunom^ 
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6-{4-r(4-Methoxy-benzylaiim^^ 
MW-TrifluoromethyH,^^ 

6-{4-[(2-TMophen-2-yl-ei%lainino^m^yl]-phenoxy}-niTO 

6-{4-[(3-nuoro-benzylaminD)-in.etiiyl]-phenoxy}-iu.OT 

K4-{[(F^-2-yImetfayl)-ainm^^^ 

6 K^{r2K3-Huoro-phenyl)-ethyla 

^{4-[(4-Triflwrome&oxy4)emylai^ 

6-[4-(PhOTethyla3nino-me^^ 

^{[2-(3-Odoro-phOTyl)-eth#^ 

^(^[2-(4-Sulfaraoyl-ph<myl)-e^ 
6-{4-[(3-PhOTyl-propylan^^ 

^{^[(3,3-DiphemylrprDpylamino)-meth5d]-phenoxy>-nicotm 
6- {4<(3,3-Dimethyl-bulylaniin^^ 

^(4-{[2-(2-Metha^-phenyI>eth^^ • 

6- {4-[(2-Pliemylamino-etJiylainjbao)-me-thyl]-phen07cy} -nicotinamide, 

6-{4-[(2-Pb.enyl-propylanmo)-methyl]-pliTOoxy}'-nicotinflmide, 
6-{4-[(2-Pyridm-2-yl-ethylai^ 

6-(4-{[2-(2-OToio-pb.enyl)-<^yl^^ 

M^[( 2 -Pyn<fo-3-yl-etiiylamira^ 

6-{44(2,2-Diph<myl-ethylamino^^ 

6-{4-C(3-Methyl4nityliui^ 

6 -{4?[(>CycIohexyl-ethylanuno^ 

6-{4-K2-MetbyIsulfanyl-ethylamino)-metbyJ]-pb.enoxy}-m^ 
6-{4-[(6-^ydroxy-tte^^ 

6-{44(2-Dime1hyltunin6-ethy^ 
6<4-Decylaxoinome<hyl-pheiioxy)-nicotinaini.de, 
6- {4-[(2-Ethyl-hexylammo)-me^^ 
6 <^{[(Tetiahydro-fiOTn-2-ylmetbyl)-anik 
6-{4-[(2-PyrroHdtfn-lo4-ethylami^ 
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6-(M[2-(lH-lmidazo^ 

{L 3 -(2-MettyI-piperidin-l -yl)-propylamino]-methyl}-phe2ioxy> 
nicotinamide, ~ 
6 -{4-[(2-Dusopropyl^^ 
6-{4-[(2-Cydohex-l-enyl-e%^ 
6-(4-Pentylaminometbyl^^^ 

4- {4-[(4-Trifluorometho^^^ -benzamide, 

4-(4- {[2-(3-CWoro.phrayl)-ethylamino]-methyl}-phenoxy 

4-{4-[(4-Trifluoromethy^ -benzamide, . 

4-{4-[(4-Fluoro4>e^yla^^ -benzamide, 

4-(4-pOTtylaminometiiyl-phenoxy)-benzamide, 

4- {4-[(2-Phen54-pn3pylamino)-methyl]-phenoxy} -benzamide, 

4-(4- {[2-(2-CMoio-phenyl)-etbylamin.o]-methyl} -phenoxy)-benzamide, 

4-(4- { [2-(2,4-Dic&oi^ 

4-(4-{[2-(4-Fhioro^^ 

4-(4-{[2~(3-Fluoro-p:heny^ 

4-(4-{[2-(2-Huoro-phenyl)-e^ 

4-(4^[2-(2,5-Dimetho^ 

4-(4-{[2-(2,6-Dichloro-pheny^ 

4-{4-t(2-o-Tolyl-ethylamino)-methyl]'phen.oxy}-benzamide, 

4-{4-[(2,2-Diplieayl-^ylai^ 

4-[4-(3-Pb.enyl-pxopylan^o)-phenoxy]-benzainide, 

4-{4-[(2-Cyclopentyl-ethylamm^ „. 

4-{4-[(2,6-Dichloro-ben2ylainiD.o)-roethyl]-phenoxy} 

4-(4~ { [(Fxiran-2-ylmethyl)-amino]-.methyl} -pb.enoxy)-benzamide, 

6-(4- { [2-(3 ,4-DicMoio-phenyl)-e thyJamino]-me£hyl} -phenoxy)-nicotinamide, 

6-(4-{[2<2-Ethoxy~ptenyl)-e4^ 

6-{4-[(2-o-Toly]-ethylam^ 
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6-(4-{[2-(2-Pheno^-pheny^ 

6-[4<(2-Thi6phenyl-e1hyaimno)-methyl)-2-ethoxy phenoxy] nicotinamide, 

6-[4-((3-Meihyl-tuiylamino)-methyl)-2-ethoxyphenoxy] Bjcotin amide 
methanesulfonate salt, 

6 -[^((3-Dimethyl-butylainm phenoxyj iiicotinaiiude, 

6-t4-(Butylamino-methyl)-2«ethoxyphenoxy] iricotinajoaide,, 
6-[4-((2-Ehenyl-ethya^ phenoxy] incatinamide, * 

6-[4-((2-Cyclopeulyl-e&yamino>methy^^^ phenoxy] nicotinamide 

metanosulfonate salt, 

6-[^((3-Methyl-butyIaanino)-me^ phenoxy] nicotinamide 

{K^Iodo-phenoxy^nicolinamide, 

(±)-6-(4-Piperidin-3-yl-phenoxy>nicotinainide, 

(±)-6-[4-(l -Benzyl-piperidiii-3-yl)-pheno^ 

(±)-6-[4-(l-Cyclohexylm^ 

(±)-644-(I-Methyi-piperidm^ 

(±)-6-[4-(l -C3~nuoro-benzyl)-piperidin-3^ . 

(±)-6-[4-(l-(2-Fluoiu-b^ 

(±)-6-[4-(l-Hexy]-piperidin-3^ 

(±> 6- {4-[l ^3-MetbyI-btiiyl)-piperidiii-3 -yl]-phenoxy} •nicotinamide, 
(±)-6-[4-(l -Phen.ethyl-piperidiii-3 -yl)-phOTOxy]-nicotmamide, 
(±)-6-{4-[l-(2^Cyclohexyl-et^ 

6-[4-(4-Bejizyl-piperazin- 1 -ylmethyl)-phenoxy]-nicotinamide, 
^6-[4-(4-Phenethyl-pip^ 

6-[4-(4-Cyclopentyl-pipenizin-l^^ 

(±>6- {4-[4-(l -Phenyl-ethyl>piperazin- 1 -ylmefhyl]-phenoxy}-mcotiiiaBaide, * 

6-[4-(4-Benzhydiyl-pipera2in- 1 -yImethyI>phei)oxy]-iMcotijjanjjde, 

6- {4-[4-(4-Fluoro-phenyl)-pipera2in-l-ylmethyl]-plienoxy} -nicotinamide, 

6-[4-(4-Phenyl-piperazin-l-ylmeih^ 
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i 

6-[4-(4-Cyc].oh^ 
6-[4<4-Isopropyl-pipenizm^^ 
(3R)-6-{4-[(l~Beiizyl-pyrr^ 
(3S)-6-{4-[(l-Benzyl-pyiro^ 

(±)r6«[4-(2-Phenyl-piperidiji. l-ylmethyl)-phenoxy]-nicoti3iainide r 

(±)-6-[4-(2-Phenyl~pyrro^^ 

acid salt, 

C±)-6-[4-(3-Phenyl-pyirolidia^ 1 -ylmethyl)-pheaioxy]^ 

6-[4-(4-Fhenyl-prperidijo.-l -ykaethyl)-phenoxy] -nicotinamide, 

(±)-6-[4-(3-Phenyl-azepan^^ 

(±)-6-[4-(4-Phenyl-azepan T l-^^ 

6-[4-(4.443iphOTyl-pipOT 

6-[4-(33-Dipt^yl-p>TncoUdin-l-ylmeth 

6-[4<2,2-Diphenyl-pyiTO^^ 

6-(4-Piperidin- 1 -ylmethyl-ph^oxy)-nicotinamide ? 

(±)-6-[4-(l^A4a»9,9a-Hex^^ 

nicotinamide, 

• (±)-6-{4-[3-(2-CMoro-phenyty^^ 

(±)-6-{4-[3-(3-ChlOTO-pheayl)-piperidm-l-yImethy^^ 

(±)-6-{4-[3-(3-Trifluorome 

nicotinamide, 

(±)-6-[4-(3 -Methyl-piperidin- l-ylmetby^-phenoxyj-nicotiiiamide, 
(±)-6-[4r (3 -Phenethyl-piperidin- 1 -ylmeihyl)-phenoxy]-nicotinaim 
(±)-6-[4-(3-Pbenpiopyl-pipeiidin-^ 

(±)- 6-[4-(3 -B enzyl-piperidia- 1 -y]jDD.etbyl)~pb enoxy]-iu.cotiiiainide 5 
(±)-6-[4-(3-Phenyl-pipmdin-l-ylm^ 

(±)-6- {4-[3 -(4-Huoio-pheayl>piperidm-I -ylroethyl]-phenoxy}-nicotiiia2iiide 
hydrochloric acid salt, 
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(±)-6-{4-[3-(2-;fluoro^ 
hydrochloric acid salt, 
(±)-6-[4-(3-Ctyclohex^ 
hydrochloric acid salt, 

(±)-6-[2-Methyl^(3-phenyl-piperidin-lymethyl) 
hydrochloric acid salt, 

(±)-6-I2-Meihyl^(3-phra^ 

hydrochloric acid salt, . 

(±)-6-[2-MethyM-(4-pte 

(±)-l-{6-[2-Meihyl^(3-ph^ 
ethanone, 

(±)-5-( 1, 1 -Difluoro-ethyl>2- [2-methyM-(3-phenyl-pyixoUdi3i-- l-ylmethyl)~ 
phenoxy]-pyridine hydrochloric acid salt, 

(±)-6-[2-Fluoro-4<3 -phenyl-pyrrolidin-1 -ylmethyl)-phenoxy]-nicotiiiainide ? 
(±)-6-[2-Etho7<y^(3-pbeny^ 

(±)-6-[2-Chloro-4-(3 -phenyl-pyixolidin- 1 -ylmethyl)-phenoxy]-nicotiDaiiiide, 

6-(3-Phenethyl-2;3A5-tetiah^^ 

6-(3-Benzyl-2,3 > 4 ? 5-tetxahydro-lH-beD2o[d]azepm^ 

6-[4-(Phenethylaminome^^ 

{2-[4-(5-Aminomethylpyridm^ 

5- [4-(PheBe4ylajraiiiomethyl)phenoxy]pyridm 
2-[4-(2-Ben2ylaminoe^ 

6- [4-(2-Brazylaminoe^ 

2-[4-(2-BenzylainiDoe±yl)phenoxy]isoiucotinamide > . 
N-Methyl- (6-[4-(phenethylan^ 
5-[4-(pb™ethylanm 
5-(4-{[2-(4-HuorophenyI)ethyl^^ 
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. 5- {4-[(3-Methylbulylam^ 
xnethanesulfbnate, 



5-{2-Methyl^[(3HD^fl^ 
meli^joesiilfo'nate, 
5-{2-Methoxy^-[(3-methylb^ 
methanesulfbnate, 
5<4-{[2-(3-Trifluoromethy^ 
caiboxamide mefhanesulfonate, 
5-{4-[(2-TMophen-2-ylethylami^ 
methanesulfonate^ 
S-{2-Methyl^[(2-ttaoph^ 
caiboxamide methanesulfonate, 
5-{2-Methoxy^[(2-tHophen-2-ylemylamm 
caiboxamide methanesulfouate, 
5-{4-[(2-Cyclopentyletbylam 
methanesulfonate, 
5-{4-[(2-CycIopentyleft^ 
caiboxamide methanesulfonate, 
5-{4-[(?-Cyclopentylet^ 
carboxamide mefhanesulfonate, 
5-(4-{J[(BeTizo[b]tiu.QpheD.-3-ylinethyl)am 
caiboxamide methanesulfbnate, 
5-(4-{[2-(4-Methoxyphenyl^^ 
caiboxamide mefhanesiilfonate, 
M4-{[2-(3-Fluorophenyl)€toylami^ 
methanesulfonate, 

5-(4-{[2-(2-Fluorophenyl)ethylanuno]methyl}phenoxy)p 
methanesulfonate, 



Empf..zeit:27/09/2004.. 18:52 




^932 P.034 



I LILLY AND CO Fax: 31 7-277-6534 Sep 27 2004 11 :59 P. 65? 




X-15876 PCT REPLACEMENT CLAIMS 



587 

methanesulibnate., 
5-{2-Methyl-4-^ 
methane sulfonate, 
5-(2-nuoro^pentyla^ 

5- {2-Huoro^-[(2-thiop^^ pyridine-2- 
caiboxamide, 

5-{2-Fluoro^-[(2-p}?idin^ 
carboxainide P 

5-{2-Fluoro^[(2-ro-to^ 

5 -(2-Huoro^-{[2<4-fluoro^^ 

carboxanride, 

M2-C^oro^[(3-methyl^^^ 
5-(2-CUoro^(pentylaminometiyl)phenoxy)py^ 
5-{2-CMoro^[(2-ttoophen-2^ 
carboxamide, 

5- {2-(^oio^[(2-p>Tidin-3-ylethylainm 
carboxamide, 

6- {2-Methoxy^[(3-met^^ 
5-(2-Huoro-4-{[2-(te^ 
carboxamide, 

5- {2 r nTioro^[(2-o-tolylethylamino)metfeyl^ 
5-{4-[(2-NaphthaJen-2-yIethylamino)melhyl]phenoxy^ 
5- {4-[(2-Naphllialen-l-y^ 

5 - {^[(2-Benzo[fc]tWoplien-3-ylethylainm 
carboxamide, 

6^2-Methoxy^-pentylaminoin 

6- {2-Methoxy^~[(2-tMaphen-2-yle^ 
6-{2-Methoxy-4-[(2-o-tolylet^ 
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6-{4-[(3,3-Dimetliylbutylamiao)me^ 

K2-Methoxy^-[(2-p>aid^^ 

6-(4-Butylairimom^y^ 

6-(2-Methoxy^{[2-(tetTahyfr 
yl)etftylaiBino]met^ 

6-{2-Meth0xy^[(2-moipholin-4-ylBthylanm 
6-{4-[(2-EthyIbutylaxim^^ 

6^(4-{[2-(4-Huoiophei)yl)ethylairim 

6<4-{[2-(>Huorophenyl)e^ 

6-(4-Hexylaminom^^ 

6-{2-Methoxy^[(4-melhylpentyla^ 

methanesulfonate, 

6-{2-Methoxy^[(2-/7-tolyl 

methanesulfonate, 

5^2-Methyi^{[2<tetxa^^^ 

2-catboxaiiude, 

5-{4-£p,3-DiiDethyfo^^ 

carboxamide, 

5- {4-[(3-Methylbutylamm^ 

5-(4-{[2-(Tetrahydropy^ 

carboxamide, 

5- {4-[(3,3-Dimethylbutylan^ 

^(2-Meikqx^ ...... . . v 

yl)ethylaiDiDo]methy^ methanesulfonate, 

6- (4-Hexylaminomethyl-2-me^ 

6-(2-Mefhoxy-4-pentylaminomethylpb.e^^ methanesulfonate, 
6-(4-Buty]anuii.ome^ 
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6-{2-Methoxy^[(2-pyri^ 
methanesulfonate, 

6 -{H(2-Ethylbutylamino)methyl]-2-methoxyphen^ 
raetbanesnlfoiiate, 

6 -{ 4 -[( 3 ? 3 : Dimelhylbutylaj(BiB.o)m^ 
. methanesulfonate, 
6-{2-Methoxy^-[(3ngie^ 
methanesulfonate, 
6-(2-PhCTethyl-2,3A5-tetrahydro- 
6-[2^3-Methylbutyl)-2,^^^ 
yloxyjnicotiiiamide, . 
6-[2<3-Methylpenty^^ 
yloxy^cotmamide,, , 
(±)-6-{4-[2<2-Hydroxycycloh^^ 
(±Mw)-6- {4-[2-(3-Hydr^^ 
(±)-(fran^)-6-{4-[2-(3-Hydroxycyclohexylanuno 
(±)-6-{4-[2-(((rarcr)^^ 

(±)-6-{4-[2-((*ra/z^ 

4-[5-(Phenethylamina-metbyl)-pyridin-2-yloxy] dihydrochlcuide 4- {5- ' 

[(3-Trifluoxomethyl-be^ 4-{5-[(3- 
Phen>d-propylaiiiino)-methyl] -pyridiii-2 -yloxy} -benzaniide 
4- {5 7 [(4-Huoxo-b enzyIamino)-mettyl] -pyridiii-2-y loxy} -b enzamide 4-[5- 
(>obutylainino~methyl)~pyridiji r 2'yloxy] -benzamide 4~{5-[(2-TMophen-2-yl~ 
- etbylamiiio)-meth^^^ 
4<5-{[2<3-Fluoro-pbeiiyty 
4-( 5 -{[2-(2-Methoxy-pb.en^ 

4-(5-{[2-(2-Chloro-phenyl)-et^ 4^ 
[5-(3-Phenyl-pyn?lid^ 4-{5-[(3,3- 
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^emyl-bntylanTmo)-me m ^ 4-{5-[(3-Meth>4- 

buiylaiEuno>methyg-pyridiii-2-yloxy}-ben2aniide 

^3-Chloro-5-[(2-wiophen-2-yte^ 

benzamide 

4-(3-C^cm)-5-{[2-(3-cWoro-phenyl)-efliylamino]-methyl}-p 
benzamide. 

and pharmaceuticaUy acceptable salts, solvates, enantiomeis, and mixtures of 
diastereomers thereof in the manufacture of a medicament for the treatment of 
obesity, and related diseases. 
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